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AB Compds. represented by the general formula (I) [wherein Rl, R2 « B, 
Cl-3 alkyl; R3 » B, Cl-C alkyl (except n-butyl) ; R4 = H , BO, Cl-3 
alkyl; RS, Ar = (un) substituted linear or branched, satd. or unsatd. 
Cl-9 alipb. group, (un) substituted aroa. carbocyclyl, C7-15 mono, di 
or tricyclic arom. carbocyclyl, 5- to 6-membered beterocyclyl, mono, 
di, or tricyclic beterocyclyl contg. 1-5 heteroatoms selected from 
N, O, and S for each ring; n = an integer of 0 to 2) were prepd. 
These compds. exhibit an activity of bringing about a high blood 
glucagon-like peptide (GLP-1 > concn. which in turn increases the 
secretion of insulin by acting on .beta, cells of insula Langerhansi 
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and thereby lover blood glucose level and are therefore useful as 
diabetes remedies , preventives for chronic complications of 
diabetes, antiobesity agents, and so on. Thus, 0.3 mL 
2-isopropyla2iridine (prepn. given) was added dropwise to suspension 
of 300 rag phenyl (2-mercaptophenyl)methanone (prepn. given) in 3.0 mL 
2,6-lutidine at room temp, and stirred at room temp, for 3 h, 
followed by adding 1.0 mL coned. H2S04, and the resulting mixt. was 
boiled for 3 h and vacuum- distd . to give 68% 3 -isopropy 1-5 -phenyl - 
2,3-dihydro-l,4-benzothiazepine (II). To a soln. of 180 mg II in 
3.0 mL CF3C02H was added 1.0 mL 30% aq. H202 at .apprx.0. degree. , 
and stirred at room temp, overnight, treated with 10% aq. sodium 
thiosulfate and satd. aq. NafiC03, and extd. twice with EtOAc twice. 
The ext. was washed with satd. aq. NaCl, dried, coned, under reduced 
pressure, and mixed with 3.0 mL 4 N HCl/l,4-dioxane, followed by 
gradually adding 200 mg Zn powder, and the resulting mixt. was 
stirred at room temp, overnight to give, after work-up and silica 
gel chroma tog., the diastereomer a and b of 3-isopropyl-5-phenyl- 
2,3,4 , 5- te trahydro-lH- 1 . lambda . 6 , 4-beno thiazepine- 1 , 1 -dione (III ) in 
16 and 31% yield, resp. Ill at 10 mg/kg p.o. significantly 
increased the blood GLP-1 concn. in male Hister rats. A capsule, a 
granule, and a tablet formulation contg. Ill were described. 
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FN 441013-71-4 CAPLOS 

CM Acetamide , N-p ropy 1-2- [ [ (3R, 5S) -2,3, 4, 5- te trahydro-3- (1 -methyl ethyl ) - 
l,l-dioxido-5-phenyl-l,4-benxothiarepin-8-ylJoxy]-, rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 
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RN 441013-72-5 CAPLUS 

CN Acetamide , N-propyl-2- [ [ (3R,5R) -2 , 3 , 4 , 5- tetrahydro-3- (1 -methyl ethyl) • 
l,l~dioxido-5-phenyl-l,4~benzothiazepin-8-yl]oxy]-, rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 
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RN 441014-02-4 CAPLUS 

CN Acetamide , N-propyl-2- [ [ (3R, 5S) -2 , 3 , 4 , 5 - t« txahydxo-7-iodo- 3- < 1 - 
methylethyl) -1, 1-dioxido- 5 -phenyl- 1 , 4 -benxothiazepin-8-yl) oxy 3 - , 
rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

P. 



i - P r 




H P r - n 



r- 
m 

o 
O 

3 



RN 441014-04-6 CAPLUS 

CB Acetamide , N-propyl-2- [ [ <3R , 5R) -2 , 3 , 4 , 5- tetrahydro-7-iodo-3- (1- 
mathyl ethyl) - 1 , 1-dioxido- 5 -phenyl- 1 , 4-benzothiazepin- 8-yll oxy ] - , 
rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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(57) Abstract: Compounds represented by the general formula 
P]: P] [wherein R 1 and R 2 are each hydrogen or Ci. 3 alkyl; R 3 
is hydrogen or Ci_6 alkyl( except n-butyl); R 4 is hydrogen, hy- 
droxy], or Ci.3 alkyl; R 5 is a cyclic, saturated or unsaturated C 3 -6 
aliphatic group, or a linear or branched, saturated or unsaturated 
Ci-9 aliphatic group; Ar is a cyclic, saturated or unsaturated C 3 ^ 
aliphatic group, or a linear or branched, saturated or unsaturated 
Ci-9 aliphatic group: and n is an integer of 0 to 2]. The com- 
pounds exhibit an activity of bringing about a high blood GLP-1 
concentration and are therefore useful as diabetes remedies, pre- 
ventives for chronic complications of diabetes, antiobestics, and 
so on. 



wo 02/053548 Ai I Hill IDIItlt n IIIMIIIII lill 1 D II) IM1 Dllimi! Dill III1ID lllimt Elll 



(57) Sft: 



*mm* [ i ] 




C 6 7;MrJWI (fit. n-^Jl/Sim<) £; R'ttTfcfclK^ tKKS, C r 

i/ < it&&M<Dffiami,< iz^&ftoc l - c 9 rags*, a r \m#<Dmft% 
l < c 3 - c 9 m^mm, mms v < \t#®m<Dm&% v < a^ttm© 



WO 02/053548 



PCT/JPO 1/1 1267 



1 

m m m 

5 & ft # 0 

v^rwymmmt, s wto* glp-i mm^M.-r^>m^^vT^ %z\t 

10 

tRtf^<Dz\t\z&-DT3\zmz\znz>mmz^vo 
\zm?z.t\z&z>-t)\ n^xitmz, £Mmsm\z&wz5-x.z>ztf3i<, 

20 mm(omz^\ vT&T<D=wm<Dm*mift&&rz. % i \tx)v*=.)\,v vy 
* u irons z\omb\m&-< u >^m*iifiT 



WO 02/053548 PCT/JP01/11267 

2 

ftB&im?ZZt\Z&r)mmTZ#ZZ£&t>fr~DT^2> (Eur. J. 
Clin. Invest; »22«, »1 5 41, 1 9 9 2^) . GLP-lfc 

e>tlZZ.ttim&i£tlT\t*Z (Lane e t, fj§2#, ^ 1 3 0 01, 1 9 8 7 

(Endocr i no 1 ogy, |g 1 3 0#, ^1 5 91, 1 9 9 2^) 
10 , BfflMOMM&fet (D i abe t o 1 og i a, H4 2#, 318 5 6 

h, 1 9 9 9^) z\tfrt>. Bfflmommzt-DThXfr-rzttDm&te^m? 
—fflto 1 1 mm^mmm^(D glp-i^jc^^tjul^glp-i^s^ 

15 a*fc*ViTfe*0»m3^fc»l/T©W^tt3&««BSnTV^ (D i a b e t o 
1 og i a, fg3 6#, II7 4 1H, 1 9 9 4*£X«IrK 83 9#, ^1546 
H, 1 9 9 6^) 

SSfcte, GLP-10f^fflj*tt/3|fflia^k:tf*51*, *ffiffl«fc*ViT 
i»©fiJffl^/Lii-r^J:t«8?)e>n (Endocrinology, Kll 3 5# 

20 , fg2 0 7 0K> 199mttDiabetologia, »3 7#, jgl 1 
6 3K, 1 9 9 4^) , GLP-l<DMmft&&Z£r)M&mfflftm%m 
Tton&tfifciStlTKZ (Digestion, 3£5 4#, If! 3 9 2M> 19 
9 359 o GLP-l«!4CJ;D«ft:«a»MiiI^*«»*c:i:t>|R# 
£tXW3 (Dig. Dis. Sci. , ^43i, ^1 1 1 31, 1998^ 

25 ) o 

*%w®{k&wtffim*m%i&w?z><k'&mz* <$m-7 -50372 4^ 

« (OT, 3l0t|A£V>5. ) , #S¥8-5 0 6 3 7 6^&« (OT, flfllB £ 
^•5. ) > #^¥8-5 0 7 0 4 9^* (OT, SIGUCtHS. ) , ft&fi 

0- 5 0 4 0 3 sm±m mr, zwDt^s, ) , 0-279568 



WO 02/053548 PCT/JP01/1 1 267 

3 

w&n (stf, mmtKS. ) , b»&b#*iwooo/6i 5 6 8^a ( 

miFt^Oo ) , J. Li p i d Res., 36, I1106I, 1 
9 9 5^ (-KTF, ^IMGt^^o ) , J. Lipid Res., 36, Hi 
0 9 8H, 1 9 9 5^ (^T, ZWmt^Oo ) , Drug Me tab. D 

5 i s po s. , 2 7, f|6 3 7JC, 1 9 9 9^ I £K5. ) , C 

urr. Opin. Cardiovasc, Renal Invest Dr 
ug s, 1> %2 7 6JC, 1 9 9 9¥ (£TF, £V>3. ) , J. Li p i 

d Res., 4 0, fg2 15 8JC, 1 9 9 9^ CBTF> 5lflKt^5. ) , 
Anal. B i o c h em. , 2 8 2, $&9 4H, 2 0 0 0^ (OT, §I#|L 

10 tVi5o ) , ira#^WO0 0/3 8 7 2 5#&« (OT, 5lflM£V>3. 
) , B^Pi#^WO0 0/3 8 7 2 6-3&« (£TF, 3l0Wfcl»"3. ) , BB 
^iS^WO0 0/3 8 7 2 7-9^« (ETF, SlfclOtM. ) , BBftB#*§- 
WO0 0/3 8 7 2 8#&ffi (OT, §IMP<h^5o ) , BB&B#^WO0 0 
/3 8 7 2 9#&« (ETF, ZWiQtMo ) RtfBB&BS^WO 0 0/5 5 

15 3 5 5^&$8 5l0>JR£l>-3. ) fcffiffcSftWS. 

§l0»jA5&>SRfcfci, 1, 4-^>l/5 1 7iftf>#*&§WbTVi§^^l3« 

L^L^&, #589!©fl;£*WU 1, 4-^>l/^T-tftf>l, l-S^t* 
v- H#»tt9l«A3^ £ R ©fl^tf tRMTZ fc©©, m%te± 3 &B&ggB## 

20 immt&WiT&r), a^Ci-c.e, 2«ftT;w^**^rr* , mitmiz 
««Aiix^^is, e<d 2 smswT s sua a*> s r vtt&mt «, 

3l«Aa*5R©jajfc«\ BN-ttni&BtiFf^AtifiHr^JlLffitt^^M 
25 S£<Wgtt©£Wfl&T?a*. *fcS«FfffcB*$nTVasfl2-&tt^ £££ 

3 6 2 9 6 (ETF, §I#1S ) fctt, 1 



WO 02/053548 PCT/JPOl/11267 

4 

L^bfc/&*£>, *58W©^«ltt, 1> 4-^>y^7iftf>#&&3l#il JO 
ft£»£;fcST5fc©0. ^>V/^7iitf>#l&©4-> ? tHP#. 4-yhF 
5 D,N«^J:^4, 5-tWJ^>#(t *^©WC^<W 

ik&mx\ mm±<Dm%ttm\mvx&z>&. *%w®m&£i*'£<mm&<Dti 

10 V>. 

#HBS5 3 -6 5 8 9 5*&« SI^JTfcV^. ) fctt, 

1. 4-^>y^7-tflf>#*&*to3jR»^H, tfP-;W[l, 2-d] -1 

15 *Sft-&«IT?*5. 3l0ijT0Jij£«, ^IiW^lt5ft^»T 

^B&fffflS 2 7 6 0 2 (OT, 3I0!U£H3. ) fctt, 1. 

20 4~^>V9-y-^\d>m^tS^Xj [3, 2-f] -1, 4— ^>l/^7if 

25 ik&vs'v&Zo fm±5fflM&&zmftW#i&&e* mm±<Dmmftm\tmcx 

x^z>ik&®&. mmmmm, mmm<om.^^<D^m\thxmmx^ 
z\t.\m&&wm*\z\mmi*nx^iz^ a 
mtEx\t. mmmmmmtvx, wmzjv-fc-wi'jms -f>xu>£#t 



WO 02/053548 



PCT/JPOl/11267 



io bfc^ox, in^©»gUPi&f©JfinK:#v^ gift, BJffr8#ft<> skffimiz 

m m <o m * 

20 [ I ] 




WO 02/053548 PCT/JPOl/11267 

6 

-hum, AD^>if, tHP^>s, tf;^;**, *;ua;i/7$y 
5 mt<Dffln%L<\&fffia<Dc s -c 9 tismm&* r^jv^jvm, n-t^jv 

*^75/g> N, N-^7^;WP7SyS, 77Wt+->l> 77^ 
frtDltf-frm, 7U-JHS, N-7U-;i/7 

syg, n, N-^7U-;i/7^ya, 7U-;i/^->s> 7U-;1/x;mci;u 
7U-;i/7.;v^;i'^>'S, N-7U-^7,;^-;i'7syx, n-7U 
io -;px;i^;i/7 ^/c 1 -c 6 tjv^jvt s y a, n - 7 u -^yuwwi'T' 5 
y c x - c j o TWWJW^'f n - 7 u -;vxjp^-;p7 $ y c x - c 6 
7;i/n+^;i/fc;i/S, 7U-M;i/7 7^M> 7U-^7 7 : e<;i/ 
^v-s, y v -jv^y jvc , - c 10 Tj^)^)wt^ jim. 7U- 
;i/x;i/7T ; e-r;i'C 1 -c 6 7;i'3^^;i/fc;^ N-7'j-ww;i/ 

15 70>r;PS, N-7D<;H, N- ( N-7n-TJl/75 7) C 

!-c, o 7)^)v^)vn^ jm, N-7D-r;u75yc 1 -c 6 7;m jv 
c 2 -c 6 7;i/^y-r;i/^, c 2 -c 6 7;^y-r;^^^, n-c 2 
-c 6 7JVti/-iJV7s./m. n, N-v?-c 2 -c 6 7;i/^y-f;u75y^ n 
-c 1 -c 6 7;WP75ys> n, N-^-c 1 -c 6 7;u^75ys, n-c 

20 1 -c 10 7;P+;i/^;^ : E'f;^ n, n->>- c 1 -c 10 7;i/+;^;i/;t ; E-r 
N-c 2 -c 6 7;i/^r-;i/^;wt ; 6-r;^ n, n-^-c 2 -c 6 7;ht:i 
jv^jw^-i N-75 ; c r c 10 7;wi/*m ; ei'jh 1 n-Cj-c 
6 7;m * c ! - c ! 0 7; wp*^ t t-r n - c j - c 6 7;kn * 
-JVC ! - c ! 0 7;i/^;i/*;wt ; E-r;i/S, N - c 2 - c 6 7;io*$/#;m*-ji,7 

25 5yc 1 -c 10 7;wi/^;wt ; E^;i/^ N-c 1 -c 6 7;i/n^v*;^-;W7 
5yc 1 -c 6 7;vn+i/^;i/fc;i/S > CrCe/Mms, N-c^-Ce 
7MJW^7 7t<;n, n, N-v-c 1 -c 6 7;i/+;ux;i/7 7 ; E<;i/«, 
c 1 -c 6 7;i/^x;P7'^^;i/a, c 1 -c 6 7Ji*Ji>7>Ji>*=iJim. c.-c, 

TJVU^m, C 1 -C 6 7JlU*z/%JV#-Jl'&. 75;C 1 -C 6 7^+y 



WO 02/053548 PCT/JPOl/11267 

7 

N-C 3 -C 6 ^07;WV75yS, N, N-5?-C 3 -C 6 

ttim b < tefr&itMfim b < fcPF&fn© c ! - c 9 KI, c ! - c 6 7;wn 
3^>a, c^-c^mmu^s, N-c.-c^jv^jvy^ym. n-c,- 

10 zm&Qm\fnzwmmzmLTLTh&^mi$mmm. i^t3ittoc 
7 - Ci 5 Ki^tisxtt 5 < « 6 Rommm&^L < u^mm^ mmm 
^Rzsmnm?frt>tem£ vmtfn&mmm?* i m%%tc x* i b 5 fi^H- 
ArU tKHHH 1 . 7s?H£» rays, ^wt^-oi^ ^;w^-r;P75 

-ho», /\Dy>iT, tHo+vS, #;i^;i/7$ 
^0^n^b<«^fp©c 3 -c 9 ii)»^ 7^;ww«> n-t^ 

N-7^;^;^;i/A^E-r;i/S, 7>j-;p*, n-7U-;p 

20 7i=y«, N, N-v7U-;i/75 7S, 7U-;kt*>^ 7'J-;l/XM- 

7U-;ux;u*^;w-*~>& N-7U-;i/^;^-;i/75ys, n-7 
u - ;i/7 5/c,-c 6 7;w^;P7 5 y n - 7 u —)VZ)V*-)VT 
s / c t - c ! o 7;Mr;p* jwxt'f , n— 7 u -^xji^-jkt 5;c r c 
fl 7;p3*^*;v#-;uat, 7U-;i/7,;i/7 7 ; e<;us, 7U-;vx;V7 7 ; &^ 

25 T^-)V7,)Vyr^)]/C 1 -C 10 7)V^rM)Vn^)V^ 7U 

-;^;i/7 7 ^ ;uc 1 - c 6 7)in*i/%)V#-)vm. n - 7 u -;p*;p/ , ?*-r 

7n>fM, 7D^->1, N-7D^f;H, N- ( N-7n-f;P7$y) 

c ! - c , o 7)V*)Vji)\,n^ )vm, N - 7 o-f ;P7 5 y c i - c 6 7;io 

c 2 -c 6 7;i/*y-r;i/S> c 2 -c 6 7;^y-r;^^vs, n-c 



WO 02/053548 PCT/JPOl/11267 

8 

2 -c 6 7;i/#/i-;i/7sy^ n, n-p-c 2 -c 6 7)1* /-oir^sm. 

N-Ci-CeT^^l/TS/*, N, N- $?- C x - C 6 7>Mp;1/7=- /X, N- 
Ci-CioT^*^*^^;^, N, N-v- Ci-CioTJW^JW^ 

-t*jps, n-c 2 -c 6 7;i^~;w#;w^<;i^ n, n-^-c 2 -c 6 t;ht 
5 ~;i/*;wt^E-r;i/S, N-75yc a -c 10 7;p+;i/*;wt^>r;^ N-Ci 
- c 6 rjvn^zsc 1 - c i o r^-flowc** n - c x - c 6 7;^+->* 
;i/C x - c 1 o 7; WAJWtH )i>m. n - c x - c 6 7;un^>*;v^n 
;i/7 s y c x - c ! o 7)V^-)V^)vn^ )vm. n- c x - c 6 7;i/n^->^;i/^- 
^75 y c ! - c 6 7;V3^i/*^^-;n, c 1 -c 6 7;^;i/^S, n-c x 
io -c 6 7;i/=¥;i/x;i/7 7 ; &-f;^ n, N-^-c 1 -c e 7;w*^x;P7 7^ 
c 1 -c 6 7;i/^ i ;wx;P7^-;i/*, c 1 -c 6 7;w^;vfc;v*, c x 
-c 6 7;m^p^S> c 1 -c 6 7;W3+>'*;i/#-;i/*, 7^/c 1 -c 6 7;P3 

*^A;i^#=;Wt, N-C 3 -C 6 ^D7W75;«, N, N-v^-Cg- 
C 6 ^n7W75yi, C 3 -C 8 y^amM*'>I, N-C 3 -C 6 
15 '>^n7W;V*M ; E'fJl*> N, N-i?-C 3 -C 6 y^D7MJV*M : E 

mmT&zsmnmT&ztem&Qw&tizMmm^z i o i b 5 

BM£ b < fi^ttfcaffifng b < HKfffino c ! - c g itfl&K& c ! - c 6 7)Va 

20 C 1 -C 6 7;i/^J1/5 1 «> N-C 1 -C 6 7;W75;l, N-C x - 

C 6 7)]s*rM )in^ N - C ! - C 6 7)V^)\rJ-ti3)Vn^ )Vm& 6 75: 
0»tfn*«UI*#l/TViT'b *V>K*««J|», 1 &l>b 35jtt£©C 
7-C ia ^3SrSlltSXtt5Sb<tt6^0«*St^ ^b<«^tIB\ ft* 
M^Ztt«£lIW£>ftS$£<fc DStfnsftSSJST £ l St&MSfc 0 1 &V>b 5<@ 

25 Wr?>2^^b3^tt©^^^SSS (fib, 5^b<tt6^0tt*aiS* 

MGLP- ljiS^^-rSdt^Bmb, *58MS^Lfc. 

^>!/^7i?if>sf»ftRW0^fc:H-r*t)0T*D, cine 
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d-CeT^^Si^ f^MU^S. x^;i/», 7ntf;i/g, -fv7n 

5 fcT;P2k V7*3MI/S> s e c text ~^)V&, ^>9MI^ 

mwmnx^mmcDCs - c 9 msmmttt. 3 &^ v 9m& 

^>^^o7;^;i/«x«7;i/yx;^^$F^ u < , mzmm$k 3 6 
15 sm$©7;wvg^U:W£Lv:>. 

^>^;i^ s^d^*^;^ ->^da^m, ~>7D 
20 ^gt$©7;i^-;i^<>:te> ^A^^ayo^-jH, i/^n^x-^S, 

a-pwp (2-^7^;u) «^ifjMi-t 
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*, 2-T73MM9M1'*, a-^)V^y^)Vm. 

o 

N - 7 y)V*)l7 5 / », 75/ *fc±IE®7 ?;Wl/*^fi&Ufc*£ 
5 75/*, N-7x*?;i/75/*, N— ( 3 -7xx;V7n tfjl,) 75/*, 

n— u-?-7^;ioWW 75/*, n- (2-^7^;M3Mi/) 75 /*, 

N- (l-±7^;l/) />3MKl N- [a-^^;w (2- 

^-7^;W 75/*, n— [a-x^;i/ (i-^7^;W /^;K) 75 
/*, n- [a-x^;i/ (2-±y9-)D 75 /*, ^7x^;w^ 

10 75 7*, N— (-7^73^ 75/*W^tf£n, 4 J TfcN-'<>~7 
N— (a-^^;i/^>v;i/) 75/*, N-7x^75;S 

N, N-y-77MJl/7S;StH 75yaiC±IB07^;WUS^-e 
ilfclSIftb, JI&Wfcte^&N, N-y^>yJl/75;l, N, N-~7 

15 (a-^5 1 ;K>yJ0 75/*, N, N-^7x^7S/i, N, N—7 
(3-7x-;i/7°Pk°;W 75/*, N, N-5? (1 -^^MloWW 75/ 
*, N, N— 7 (2-t7fJMfJW 75/*, N, N-5? [a-*3^ (1 
-^-7^;V) jjWW 75/*, N, N—7 la-^)V (2-j-7?)V) /^ 
)V\ 75/*, N-^>7;W-N- (a-/5 L ;i/^>~7;U) 75/*, N-^> 

20 -7;i'-N-7x^5 L ;i/75/*, N-^>-7;P-N- (3 -7xX;i>7°Pt?;W 
75/*^We.tl, *Tt>N, N-7^>-7;i/75/*, N, N-v (a- 
*7)V*>i?M 75/*, N, N-^7x*3^l/75/*^?£bV>. 

77MMiryItli ^^{C±fB^77;U^;i/*^S^tfc*^lc* 
U JWWfc«fl*«^>5>;k**$'S» a-/^J^>'7;W^v*, 7x* 

25 3-7x-;^D#+->4, l-t7Wh+'>i, 2-^-7 

^V/h*^*, a-/^;W *h*~>*, a-/3MP (2-^ 

73MU) /h*~7*, a-X^ (l-^-7^;W /h*^*, a-X^P (2 
-^73^) /b*>*, > ? 7xx;i//h^rv*, i?t7f;wh^>ii^ 
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7 5 ;utfx;i/g t a, # ;i^x;vs c±IB <z> 7 ? ;wns#iiift b 

7x*?\>kfr;p#x;i^k 3-7xx;i/7*p£;i/#;u#x;i^ 1- 
5 ^-75 L ;i/^^;i/*;^-;^ 2-^7^;i/*3S>i^;i/#xj|/^ a-^w ( 

1-^73^) *3MW&;W$x.;i/S, a-*?ft ^ftttft^ 
~)im* a-Ji^ft (l—fy^ft) *7ft1}ft#—ft&s a-X^ft (2-f- 

y^ft) *7ft%ft#-ft&, v7i-JWfMJ^-JH, iti-y&v*?- 
)v%)vtf-)vmmtfmtf*>n, *T*%*>5?ftjjfttfxftm, a-tj-^yy 

N - 7 yft^fttiftft^ ft&b\*. tsftn^ ftM\Z±U<07 yft*ft£& 

mmvtcm*Mi*L, mwrn^mmtN-^y^fttum^ftm, n- (a 

-t^fto^ft) tiftn^'ftm. N-yx.^T-ftijfts^ft^ n- (3 
-7x-;i/7*Ptf;w tiftn^ft^ n- (i-^^m^-jw 

15 N- (2-^-75 1 JM5 1 ;W *jwt*-r;i^, N- (a-*^;i/ (1-^- 

73^) ^gsno *;wt^:-r;^ n- (a-^ft (2-i-y^ft) *?-ft) 
tsftn^ftm, n— (a-x3Mi/ u-j-y^ft) ^9-ft) Xftx^ftm, 

N- (a-X?\)l> (2-^"7^;W ^Wt^E-Ol^ N- (v7xx;U 

jWW iJftrt^ftgk. N— (>^7?MM3MW #;P/t^;l>«ft8«f& 

20 n, #fcM^^N-^>^;i/^;i/A ,; E-r;p*, n- (a-^ft^y-jft) %ft 

ftm , N - 7 x^^I^W^ JW* UVi. 
"N— 71) -;W7 $ y M t 75 / «{C±fB©7 'J 1/&S§3»* 

25 U MW(:WJi«N-7ir;i/75/i, n- {i-^-yj-ft) 75 ys, 

n— (2-^-7^;w Tsymmmifzn. «tn?*>N-7xx;P7$/»s«* 

N, N-S?7U-;P75/*ttt, 75ygfc±iH©7U-;Wg#X«&U£ 
*£*#U JlftftfotemfcfN, N-^7i-;l/75;i, N, N— 7 (1- 
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i-y?)V) 75 yak n, N-v? (2-i-y^)V) 75yg, n-7xx;p-n 

- (1-^7^1/) 75yS, N-7X-J1/-N- 75y», 
N- (l-j-y^Jls) -N- (2-±73MP) 757S»W?>tl, *TffcN 
, N-v7x^7$;l, N, N-v i\-fyj-)V) 75 7S, N, N-v 
5 (2-^7^;V) 75 7»^W*bVi, 

tfe>n, 4 J, rt)7x-;i/7;w*r:;v^w^b^. 

fflfebfc££i£>ftu ^#Wic^j^«7xn;i/x;i/^-^^>'S, j-y?)V 

15 b^. 

n - 7 U -;p^;i/^-;V7 5 y a<?: tt, 75 ;&\z±m<D7 U 

n— (1-^7^;^;^-;!/) 75 yg, n- (2-^-7^^*-;u 
) 7^;if«^n, *t t> n - 7x-ji/7;^-jb7 5 y n- (2- 

20 i-y^JVZM-JV) 757^«tK 

n-7'J -;i/x;i/^-;P7 5 y c i - c 6 7 jwut 5 y S t «, 7 5 y m\z± 
IH©7U-;Px;i/*-;i,75 7»^Wf^c 1 -c 6 7;^;i/*^N-«^bfe 

g£ifi*U JMfcW fc «0i;Lfc£N - 7 x^;i/X;i/^-;i/7 5 7 7 5P;l/7 5 7 
N- ( 1 — 7 x - Jl,7Jl^- JK7 5 7 X3 1 ;!/) 75 7 N— (2-7x^7 
25 ;V*-;U75/X^;i/) 75 7*, N-^"7^;i/7;^-;i/75 7^^75 7 

a, n— (i-t7^;i/^ji/75;xf;i/) 757*, n- (2—^-7^ 

n;i/75 7 73^75 7 N- ( 2 -7xZKJl/*Zjl/7 5 7 X^;W 75 
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n— 71) ;i/*-;i/7 5 / c i - c x 0 tjwwww £ * )V 
;i/*^±SH(D7 u -;ux;i/*^;i/7 $ J a^^rr s c x - c 6 7 

5 n- (2— 7x-;i/7.;i/7iN-;i/75/x^;i/) ts)vn^)V^, 

^i/x^n^^y^^M^A^;!/^ n- (l— i-y^)V7,)it^)V7 
*;ww;i/^ n- (2— i-y^)ix)Vt^)V75.jx^)V) % 
)vn^ )V^mtimvf s * t t> n - 7 x - ;i/*-;P7 5 / ^ ; wt 
^-YJi/g, n- (2-7z^xji/*^7s;ifJi/) ^;ww;i/S, n- 

N-7U-;UX;^-;U75y Ci-CeT)V^^)V^)imt^ N-7 

u-;Px;v*^;P75y c 1 -c 6 7;i/n^->*;^n;uS(h^ ±ib©n-7U 
15 N-^7^;W7.;^n;i'75y^ h^v^;^-;p*> i - ( n-7i-m;v 

^-;i/7^y) xh+~>^MrjH, 2- ( N-7xrjV7>M^75 7) 

20 7U-MJl^77 : E-fJHtH 7x;i/7T ; E-<;i'S(C±|B(D7U-;i/*^«m 
LfcgfclcBfcU MWfcWJ^.ti7x-;PX;V7 7 ; E-<Jl/i, ^-75 1 ;i/7.;!/7 

7^;v*^W£*u 4 3 T ) b7x-;u7;i/7 7 : E-r;i/*w$ftL^. 

7 U -;W7.;U7 7 ^ )V** £ te, 7^7 7 ^ ;i/^^(C±fB(D7 u 
25 ^7^7;i/7 7^'f;l/^V»^#^Stl, 4 I Tt>7xZ:;P7JU7 7 ; E: 

7 u -;i/7;i/7 7 ^ )V c i - c x o 7;u^;w* ;i/ a^ t te, ±ibo 7 U 
-;U7;U7 7 ^-r x - Ci o 7;i/*;k*j;i/A ; E-f ^stfitfc LfcX^ufc b 
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smbfc»£:ii*U A^{ctt^jA«7x^;^;wt^E<;i/S, :f-73Ml^;i/ 
10 A^-r^M^wetL *Tfc7xx;p#;i,A^;i^W£U>, 

7D<;pSi^ ^;i/^-;vsn±iB©7U-;v^«^bfcS^ic*u, A 

15 i;tii!A(^>^M*^ ^-75 1 ;i/*;^-;i'^-^>'a^^tf e>n, * 
N-7n-r;^i«, ±iBO7P-r;PS^*0^{c«^L,/tS^E*L> M 

20 n- (N-7n^;i/75y) Ci-Cio7;^;^;i/A ; E-r;i/*i^ #;wt 
t-f it ±12© n - 7o-r;i/7^yci-Cio 7;i^>«^g*& t^cS^sc* 
u M#Wit«M^ifN- (n-^>\aoi/7==/*?\>w £;i/A^;^ n 
- (1- (N-^>y-f;i/75 7) x^;0 ^;i/A^-r;ws, n- (2- (n- 
s-o^Mfr) t> frn^i )vm. n- (N-^-7^;^;pfc;P7 

25 n- (1- (N-^-75";i/*;^-;i/75y) x 

*JI//\ ,; E^JH, n- (2- (N-t7^Mz;n5;) x^;p) 
#;w^^M^tfe>tu ^t^n- (N-^>y-r;i/75y^^;u) ts)V 
a^;«, n— (2- (N-^>^;i/75/) X5P;W ^;i/A^;i/S^s 
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N - 7 ;i/7 5 / C i - C 6 7)V3**s%)V$-)V& t jr*z/%)],tf~)V 
«l£±fB©N-7n-f;i/7$y Ci-C 6 7;l/*Jl/£#fi$&Lfc*£li*U Aft 

)V7^j) ih^^M-jn, 2- (N-^>y-r;i/7^y) xh^>M 
5 N-^-7^;i/^;i/fc;i/75y^h^r^;i/fc;^ l- (n-3- 

;W75/) ib^^j^xjui^iif^n, *TfeN-^>\/-f;i/75/^ 

2- (N-^>y-r;U75/) xh*i/#;v#-ji/SW 

10 c 2 -c 6 7;^y-i';i/Si:^ tDVX-jvmzmm&ite^v sm&vtzzr 

15 c 2 - c 6 7;k*j y <i )Vjr*ismt\$, im&\z±Mo c 2 - c 6 tm j <i jvm 
^u;u**5/*, -fv7^u;v**->g, mwu;m***>£» -rvn 

20 

n- c 2 - c 6 7)vtu -1)175. ;mt\t. 75 y«tc±iB©c 2 -c 6 7;p* j 
<ovmi)mmLrcm*Mmis, ^m\z\tm^tN-7±^)V72.ym, N-y 
□ tf^--;i/75ys, N-^u;w7^y*, n— rv^u^s/*, n 

25 N-^>^y-r;v75/*^d«fe,n, ^rhN-7±^)i7s.ym. n-t* 
ptf^--;V75/«, N-trA*o-f;P75y*^dWSLVi 0 

;V75/S, n, N-^Dtr^n;w7sy*, n, N->^u;u7$/g, 
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N, N-vH'V^UJl'TSyS, N, N-^1/'JJ1/7$;I, N, N-5?-f 

VA*t/u;v7$yg, n, N-v^nu-OKr^/a, n, N-^>^y-f;p 
r^ym, n-rttfr-n-'futt-frrs N-7-fe^;i/-N-7*^ 
u;i/75/s, N-7-feg l ;i'-N-tfA*D-r;i/7sys^«f stu *Tt>N 

yoif;i/7^yS, n, N-V7<?)V7$y&, n, N-^tf/tcK^syg 
io 1^75/1, N-^Dtf;v75y^ N--fv^Dtr;i/75ys, N-y> 

)V7S.;m, N — <V^;V75y», N-sec-^JV75;S, N-te 
rt-^WSyi, N-^>^75/«, N-^rfO^KTSyS, N 

-a^^75;s, n— ry\^~>;i/7$y*^#tf^n, ^t^n-^^ 
;u7^ys, n-iws/i, N-^ntr;i/75ys, N--rvyotr;w7 
15 s/s, n-^7$;s, n— ry^;i/75y*, N-tert-» 

75/*^>&W£LV>. 
N, N-v- Ci-C 6 7;^;P75/aittt, 75 /Stymie 1 fc^b 6 

^75/i« n, N-^iwsys, n, N->?7 0 ah:;i/75y*, n, 

20 N-SMy7*ntfJKT5/ak N, N-$?^;V75/S, N, N-^tert 

-y^;u7$yg, n, N-v^>5 L ;i/75/*, n, n-^^s/i 

, N-I^lz-N-^WS/E N-^^-N-^Dt!;W75y», N- 
-ryyptf;i/-N-^^75 7S, N-ter t -y^-N-^l^ J 

25 3MU75 7S, N, N-i?X^;l/75/S, N, N-^V^nms;!, 
N, N-^WSyS, N, N-2>t e r t-^l/75;i, N-X3M1/ 

-N-^^;i/75y«, N-^5 1 ;w-N-^Dkr;w757S, n— ryyDtf;i/ 
- n - * ?^7 5 y & n -x^;u- n — f y yo trji>7 5 y t v>. 
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A;W*E-f N-s ec -7?)Vti)M : C:'()]&> N — t e r t -73SH/A 

;pa;ww;i/^ n - ^^iuv^-t^ ^mmmtfzn, ^t^n-^ji/ 

A^W;^ N-x^l/AJWt^-TJWS, N-^PlfM^^M, n 
— iv^uMM)vn^)V^ n— ry^^A^A^-r^s, N-sec- 
io r^uAJi/A^-r;^ N-tert -y^A^A^-Y;^ n-^^pa 

n, N-s?-Ci-Cio7;p*;i^*^At-f;wsttt, *;wx^-^3Eic«* 

«n, n-^^a^a^^S, n, N-5?x^;wA;wtt-r;m, N, n 
15 -s^Dt^A^A^;^ n, n-sm v:/ne;w&;w*E>f;va6, n, n 

-v^^A^A^E-T^S, N, N-yter t-^WMWI, N, 

n-^^^pajua^;^ n, n-s^^s^a^a^;^ n-x^ 

. N-t e r t -y^|/-N-*^l/A;W\^-Y;i^ N-X^W-N— T 

n, N-v'x^AJi/At'r;^ n, N-^yyD^*;vw;H, n 

, N-V^MJW^-om. N, N-^ter t-^MM^M, 

n -x^;w- n - ^ ^;i/A jvn^ n — < y y p tf ^ - n - ^ ^Mivn 
;i^*> n - x^;i/- n -- r v y a tf ;pa ;wt^e-r ;i4s«tfg? $ t ^. 
25 N-c 2 -c 6 y;i/^x;vA;w\^;i/S<i:te, A;wt*^ 2 fcv> 

L 6fl£ 9ft57;i^x;i^jmMbfcg£ii#U JWfc«fcttm.tfN- If x 

;^;pa^;|/S, n-tlupa^a^-i';^ n- (i-^n^x;w a;u 
a^;^ n— ry^n^x^A^t*^;!^!, n- (2-^t-;w a;w 

n^)V^ N-^ry^xx^A^n^-f^*. N- (2-^>fx>W A^ 
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5 n, N-^-c 2 -c 6 T;i/^r-;i/*;ww;i'S«i:«> *;ww;i/S«^ 

« N, N-^h*-;^;^^;^ N, N-^T'JMJWWiH, N, 

n-v (i-7°d^;0 ti)vn^)vm. n, n-^v^d^^jw^ 
-f;^ N-7U;i/-N-k*x;p#;w\*^r;i/X, n-7<j;v-n— <y^f 
io xji/^w^-r;^ n-tu;u-n- (2-^>5=-n;w ajwtt-oUk 
n-7U;u-n- (2-A,^-ir-;w #;ww;vs, n-tu;p- n- (2 
-a^t^jI') fcjwt^;^ n-7U;1/-n- (2-^-^t-^) ^;w\^ 
<;i/»^W£>n, N-7U^-N-b*x;i/#;w\^-f;i/g, n, n 

-y7U;WM^JH, N-7'j;i/- N— (1-7°P^XJW ftjWW ^ 
15 IWSt^. 

n-75 7 c 1 -Cio7;^ji/*;wt ; &-r;us«i:«, ^w^-ous^m^ 

*fc£N-75/*^;i/#;w\^;i^ N-7$yxfjw^;\ ,; E^M, n- 
T^y^u&vtuw^-um. n-75 y ^^kx^^ji/A't-r ;m, n- 
20 7^/7^#;i//\* ; e-'r,«, n -7 5 /7n£;i/# jw^-r;!^ n-7^/ 

Tt>N-75/^5 1 ;i/^;i/A ; E-r;i'S> N^s/x^kfrjwi^-r;^ n- 

25 N-Ci-c 6 7;m^i/Ci-Cio7;^;^;w\* ; E-r;i/Si^ ±te®Ci 
- c i o 7)v^)^t!)vn^ )\,mzwm%L i & l i o <s<t d tzz> tjvu 
i)m-mmLtcm*Mi*L, m&mz\tmz.&N-* h^t^vtuvj^-ov 
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N-Ci - C 6 7)Vu*y%)l$-)lC 1 - Cio 7)V*)Vll)W : E<1 )V&t\*> 

5 ±tB© Ci - c i o t;^;!/*;!/;^^ iimizfcmm i b 6 m £ o 7;i^ 

^xjM^i^A^-rji^ N-y h^>ft;i/tfxjt/x^;p#;i,A^-r;L^ 
^i^i/At-f^X, n-i ^;^^k>^w^a'^jh, 

10 h*y%)V$-)V'\* ; y)Vti)\/A : E'1 N-tert -7*h*y%)l#-)V 

At-ovs, N-y v^-y^^^vjL^vtuw^-ovm. N-yh^>#;i/ 
tfx^r/pt^i^ww;^ N-y h^^^fc^y^^^A^e-r;^ 
, N-tert -7*h*y%)l#-)Vx?)V%)in^)VmmW£^\ 
15 N- Ci -C 6 7^^^M-J1/7S; C x - Cio T^^^At-i';^ 

£ \t. c i - c i o 7)V*)V% ;w t^-r ^sc^ntsc i & v> U 6 ® £ D ft & 7;^ □ 

^^^-ji/rsy^^i/^^A^-r^a, N-y h+y*M^75yi 
^i^w^^ows, N-y h^^^x^rayyatrj^ji/At-r;!/^ 

7 5 J ^ ;w\ ,; E-f n - :/ h * ^ y ^=y)Vij )vn 

^)Vm, N-tert -T'h^^M-^S/X^^WM^ 
mi*>n, *X%K-*Y**y%)Vi£-)V7*J N-* 

h^^^n^yayx^^^WN*^;^, N-y. ^->#;i^x;u75 y 
25 yptf^ji/A^-r;^ N-y^ h+->^;i/fc;i/T$/7'^;^;i'A ; E-r;i/* 

, N- t e r t-7h*y%)V#~)V7*;^)V*)Vn^)VW§iim&h^ 

o 

n - c i - c 6 7)V n * )\,-$-)V7 5 y c i - g 6 7;i/ □ * y* 

i c i - c 6 7 )v 3 * ; v#~)i>m i u v * 1 6® <k d & § 7;u n * 
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**/i])V'#=.)V& N- t e r t -7 f^^;^-JI/75 7 1 h+ 
, N-^ h^>*M-Jl/7^ yih+^Jl'^H, N-^h^^JV/^n 
10 N-tert -^b^^M-Jl/75yxh^^M^S^ 

Ci -c« 7^;vftita, aawpfc«*ft 1 fc^u e« j; Bfc*7;Mr 
aEj^m -rv7°otf;^m -fy^;^*s> sec 

15 -T^V^S, tert -73-)Vtt&, IZ/^VrtZk, tt^y^V?-* 

n - c i - c 6 7;i/+;wx;W7 y ^77^ ;p«fcR*jBc 1 fc 

20 ^l/6ffl«kOJ5:-57;i'^*3&tflllftL/fc***l*l/» AftWfCtemtfN-*^ 
)V7,)Vy7^)Vm. N-l^K;i/77^^ N-7°u¥)VZ)Vy7 : £-1 
N-^^fn^VX^yy^JVm. N-^W;i/77 ; E<M, N- 
'fV^^y^^ N-s ec-7fK^77^;H» N- t e 
rt-^M^7 7t-f;i/i, N-^>^l/7Jl'7 7 : E'fJH, N-^O 

25 ^)^7s)Vy7^)Vm, N-A^'>K^7 7^;H, N— - fVA+5/;Px;P 

J1/7 7KJH, N— rV7°Ptf;i/X;U7 7' ; E'f;US. N-ter t-7*^)V7> 
N, N-v- Ci-C 6 7W^7 7 : E'f;Hi:fl X;i/7 7 ; E'fMH 
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n, N-> J 7'ntf;^;i/7 7 ; e'i';^ n, N-^v7at?;vx.n'7 7 : E''Oi' 

N, N-> ? 75 1 ;W7;i/7 7 ; £'f ^ N, N-Pt e r t - 73^7^77 
5 ^^S, N, N-v^>5 1 ;P7;l'7 7 ; E'f;l/S, N, N--7A^i/Jl/X;i/7 7 

^fJVX^7 7 ; £'fiH> N— t e r t -7>;i/-N-^5 L ;P7;W7 7 : ei'>'VS 

, n-x^w-n— f y7atr;w7;i/7 7 ; e-r;i'*^^^^n> *t*>n, n 

io ^v7Dbf;i/7;i/7 7 ; e-r;v*, n, N-p^)VX)vyy=E-ovm, n, n- 
-7ter t -7^;V7;i/7 7 ; e-r;^ n-x^Iz-n-^;^;!/^^^ 
n— rv7Dtr;i/-N-^^x;i/7 7 ; E:-f;^ n-x?;v<-n— rv7 
n if;i/x;P7 7 ^ jmmtm^ v k 

Ci - c 6 7MM^7^z;ntfi tji^ x^^m^c 1 fcH L 6 ffi 
15 <fco^§7;W^^B^b«^a*b, A^ica^jx-^^x^y^x 
x^;i/x;U7^x;i/S, 7Ptr;v7;U7^x;i/S, -ry7otr;i/x;i/7-r 
x;us> 7^;i/7^y^x;i/«, -i yy'^jvzfryj -)vm, sec-7*?JW 
;i/7^r-;i/*, t e r t -7^7;W7>f x;i/g, ^o^ux^y^x;^ * 

20 ;us^we>*u 4>T , b^^;P7;i/7^x;us, x^UTji^xji/g, 7d 
tf;v7;i/y^x;i/S> -f v7ntf;wui/7^xji^ 75=-;px;i/7-r x;m, t 

e r t-75 L ;V7;i/7^x;W*#dW*LVi„ 
Ci - c 6 7MM;i/^;H<!:ft x;m*x>£k:#*« 1 Iri L 6 m <fc D 

25 x?^7;i/*x;i^ 7ntf;V7;i^x;i/g, <v7o£;i/x;u*-;i^ 79=- 

r t -y^TJPtfcx;^ ^>^7JW^x;i/«, ^^>5 1 ;1/7;1/tJnx;1/S 
, A^>jP7ji/*x;i/g, -rvA^^x^^xjus^^tf^n, *t*>*^ 
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JVM. t e r t -7?-)VZ)V*-)V&#1ffitiL\t*. 

Ci - c 6 jfr^zs&tte, mmm?\zmmifc 1 v 6 m «k o a^rm 

5 t e r t -7h**s£, ^>^^^S, ^t^>W+yS, 's^;!/* 

-f y^Ptf+v'g, ^b+vS, ^V^h+yl, tert-^ 

Ci - C 6 7;P3^yA;^-jHiH * )Vtf-)im\zmm$k l ft^U5 M£ 
10 rjfe*T;PP^>S^flKftbfeS*3Si*b, JI#Mfc«m&* ^*5';&;^#- 
;^X> ih^y^JtoH, ^a#^5/*;i/#-;H6, -iVfntti/jVVtf 

#jm*~;^> t e r t-^b+5/*;w#^;p», ^>^k**^#;i^;i/» 

15 , ih^y^MrjH« 7°P#^sy^;i/^-;i/S, -f v^d#*->*^#=.;w 

75 / Ci - c 6 7;vp^~>^;v^-;i/«<i:«> i 

6ji£D&£7=xy 7;Pn Lfcg&S* t , tf 7 5 

20 2j?-;i^, 2-7*J-2-* : ?)\'7u-$**/%)V'#-)\,&, 2-75 7^^1/ 

ib^yAMzM, 75y^h^->*;i/fc;u», 2-75/yn^y* 
75;^>m+y*;i/»i, 75 yM 1 ^** 

25 ^ 2-7sy-2-^^;U7°p^>'^;^-;i/*#3&w^L^c 

S^©7;Wl/^N-BtfebfeS^it*b, *#Wi:^^.«N-yi7Dy 
Pt!Jl/75y*S, N-y^D^75/S> N-y^D^>^P75yS, 
n-> ^ DA^y;i/7$ ylW^f^n, +TfcN-S'# P7*P tf;i/75 
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N-^^D^Dkr;i/T$ya, n, n-^d^j1/7$;i, n, n-s> 
t>N. N-i?is&w7n\d)],7S.;m. n, N-i?~>^n^;vT5/S, n, 

^P^h^v^ N-S^P^^^M**:^ N-v'^P'v^M-^i'g 
lAflfStl, •fTfcN-^pyPtf^v'X* N->^PA>^:*^>S> 

wv^dw^-ovm, n-^^p^;^^^;^, n-v^pa>^;p 
20 ^D«^*5/;p*;wt i E^;paw<W*bVi. 

N, N-S?- C 3 -C s y^D7M^^A' ; e'f;Htll fcjWFE-f;^ 

N-yy^DT'olfMMH^E N, N-v^^P^;^ 
;Wt^-T;W*» N, ^-V s y^7U^y^-)Vt!)Vn^)V^ N, N-y^DA 
25 ^i/MM^-i)^ N-^^P^^-N-^^P^Ptf^jl/A^-rjl/S 
, N-v^P^>5 1 ;W-N-->^pyPtf^>'WN ,; E:-l';i/S, N-y^OA^y 

yptrji^w^-'f;!^ n, n-^^^p^^^a^-t;^ n, n-s? 
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sw*, tf^^-;^ truss*^*, tru^n;ws, tf^yu;^ trn 

?s;x;i^ tr^y^x;^, fcfp'Jvx;us, trou-;ps, ^;i/*u/S^ 
a-*ifyu;wk ^7yu;i/S, ^x~;i>*, tfu^*, tr^swak tf^^ 

10 tfU^y-M, KU^5?x;WB, fc^yj;!/*, Ifaum bf^~ 

-ry*/u;i^ 'fv-OHUM, -f>^/u;p«, -f>nu;us, < 

^>y?t7i^H, *»/ux;pak ?tt7f-M, i-ywv-Mk 

20 , y^u^x;^ yunji/S, ^>y-< =^vu;i^ ^>ytwj;^ 
, ^> , /5 l 7 , /u;n, ^>yhU7yu;PS> ^>777-;n, t^vyy 

77-JH, ^>y^7x=JPS, /^l/>^^y7x-JH»^U 
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, ^)m. -iv-jj-jm. s e c -y^^m, ten -y^jm, ^>?iv 

-fV^^S, sec tert 
a^-JVS, 2-^f-M, -TV7x-;i/S> 2-^>r-M 

K7;w*x;p££«, mfc£x^x;i^ l-7nt!x;i^ l-^H 

10 , i-^>f^ i-*!7?-~)im 

n - c a - c : o 7;^;i/*;wt ; e-r )vmt\t. ts)vn^ )vm\zmm$k i 

)Vts)vn^)^m, n-x^^a^;^, n-zfu&vtuvn^ ivm, 
15 N—ry^ntf^^A^;^ N-y^^A^-f;^ n— iv^jv 

fs)Vn^)]/m, N - s e c - N-tert -73-)Vt> 

20 ^ua^e-ovx, N-x^;^;WN^-r;i/S, N-yntf;i/^;w\^-r;us, n 
— fv^otf;v*;w/^-f;^ N-fyw*;ww;H, N-sec- 

7?)Vtl)Vrt : E<OV&s N-tert -^)Vi3)Vr%^ Mt. N-*9?)V% 

n - c , - c , o 7)]/*)V^*ji ;wxt^r £ ^« ;wt^ ^sk^ 

25 0^0&37;WI/«#N-fi&bfca£«i*U JWtt?JK:»0J 

**;Wt^E^f;i* % N-tert -f^JV^fDW^-i)^ N-^>5 1 ;i/5 1 
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S, N - s e c -^;^**;WtiE-f N-tert -^JI/5 t ^*;p;t 
15 6^0tt*5jt»*l»<. ) <t(i, ^JA«7^Uv-JH, -rv*/U;Ug, -fV 

t^->7i-jn, #;wv/LUWfc *?-*/u:i/Wk *^*u-U-;i^, 

X, 7xt>^D'J» ^>l/77-M. y^>^7i-;H, ^ 
20 ^t^x-JUS* ^7^U$?=;HK, 7xt^-JH, 7 

yyu;p*, ^>i/***y-i/u;w*> ^>v^7 v /u;i^ ^>i/ku7!/u;p 

25 ^>m7xZJH 1 ^5 : V>^'>7x-^WS 
U +^*>7k*JIC^#j?jgT»*. 
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» Wfc«Atfc,-c B o»ftbfc7;i/+;i«3&tffaTf*«. 

r 5 «, 0aA«**«^ 73? nat, 75 y«, *;wt^-r;pat, *;wtt-r 

^;i/*s> r.hps, /\ny>HFp, tHD^^i, *)us.)vm, 
;P75/*, is«©i^*b<tt^fi»fD©C3-c 9 0iJ!i»at» 77;w*;vat» n 

77^A^=M, N-79;^;p3tj;wtqE-f;PS, 7U-;i/*> n-7 

10 'J-JV75yS, N, N-y7'J-;V7$;l, 7'J-;k*^vg, 7U-;ux 
N — 71) -)IX)V*-)17 5/Ci-C 6 T))/3r)V7 5 y & N — 71) 

-;P7 5 y c , - c x o 7;u^;i/* ;w\*^ n - 7 U -;i/x;w#:=jV7 5 y 
c 1 -c 6 7;wn+v'*;p2i5-;i/^ 7^-)VX)Vy7^)vm, TV-)WV7 

is Tt-fM+vl, 7U-;i/x;i/^T ; E^;vc 1 -c 10 7;^;^;i/A : E-i';i'S 
, 7U-;P7.;U7T : E-f;uc 1 -c 6 7;i/3^v*;i/#r:;i/S, n-7U-;p*;w 
;^-r;i/S, 7D-r;ps, 7D+yS, N-7n-r;PS> N- ( N-7D<;i/7 
ay) c 1 -c 10 7;w^;^;wt ; e-f;^, N-7D-r;u7^y c 1 -c 6 7;i/p 
c 2 -c 6 7;p*/-t;ps, c 2 ~c 6 7MJ^M^m, 

20 N-c 2 -c 6 7;^y-r;i/7sy*, n, N-^-c 2 -c 6 7;^y-r;i/7$ 
y«, N-c 1 -c 6 7W7$yi, n, N-^-c 1 -c 6 7;wP7^y* 
, N-c 1 -c 10 7;w^;w\* ; E-r;i/*, n, n-s?- c r c l0 7MM 
N-c 2 -c 6 7;^-;^;i/A : E-r;i/», n, N-i;-c 2 -c 6 
7)Vir=.)Vti)vn^)vms N-7ayc 1 -c 10 7;i/^#;wt^;i/X, n 

25 -c 1 -c 6 7;i/n^v'C 1 -c 10 7;i/+;^;wt ; E-r;us, n-c 1 -c 6 7;pp 
^so^n^^c , - c ! o 7)V^)Vf})vn^)v^ n - c x - c 6 7;vn^'>^ 
;i/^-;W7 s;c r c 10 7;^;i/*;u;t ; E-r n - c x - c 6 7;vn 

-c 1 -c 6 7;w^;P7 7 ; e^;^ n, n-^-c,-c 6 7W7^77 



f 
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)ln**s%)V$-)Vm, N-C 3 -C 6 v^D7;i/*;K75/S, N, N-v^-C 
3 -C 6 V^07;i/^;U7$/«, C 3 -C 6 >'^D7MM+>'S, N-C 3 

n - c x - c 6 7)^yv% jvm. n - c x - c 6 jj^j^t^jw^-r ;u 
s^&^sm; Dii^n§tt«^LTbTt) ^mm^mmm. i 3 

^tt© C 7 - C x 5 Mi^fiiX« 5 £ b < « 6 M©*IiSt3S*^ t < 
15 1 5 1 b 3 SttOli7?f iS (5X«6M©1tSmS^I^<o ) 
TViTfeckV^m^SSS©*^*^ 7vKS> 75/S, #;W\* 

20 C 3 -C 9 lig«S, 77MJH, N-7^;i/^;i/75/«, 77MM*^> 

-7U-;i/75/«, 7U-;m-*>^ 7U-;px;u^^;i/«, 7V-)Vxfr 

* - v-g, N - 7 U -;i/X;i/*:-;l/7 5 / C x - C 6 7;Pn 3rS/%)Vtf-)V 

7U-;i/^;V7 7 ; e-r;^ 7 u-^^r^ vS, 7U-;i/* 
25 ji^r^-f ;pc 1 -c 10 7;wio&jwtc^;i>*, 7U-;P7Ji/7 7 ; e'f;i'C 1 
-c 6 7^n^^;i/^-;us, N-7U-;i/#;w\^;i/S, 7D>f;n, 7 

N-C 2 -C 6 7;^^'r>'l'75/*, N, N-iS-C 2 -C 6 7MS 

-f;i/7sys, N-c r c 6 7M;v75/S t N-c 1 -c 10 7;i/^;i/*;u/\* 



WO 02/053548 PCT/JPOl/11267 

29 

^-r;«> n, n— c l -c l0 7)V^)Vij)v;^)vm. n-c 2 -c 6 7)V 

75;C r C 10 7;Wj!jMH;H, N-d-CeT^n^^d-Cjo 

r;Mr;p*;wtt-f jvm, n - c x - c 6 7;io*->#;i,#-;pc 1 - c 1 0 7;i^ 
c j - c 6 7)V3*ri/jj)Vtf~)i&* 75 y c ! - c e r;ua*s/*;^=^ai, 

N-C 3 -C 6 ^D7;W75;l, C 3 -C 6 >'i'U7MM+->i, N 

io tf^u^;v*» tfnu^n;i/S, tfnu^;i/», ^fcu/ak -fv 

**u-v/u;pa, 'fv^Ti/^n, -ra^vu;^ ^wj;^ **u- 
v>77u;i^ 5 1 7yu;ws> 5=-7^7^/u;m» ^x-;i/«, hU7\/u;u« 

, tfnu;us, tf^n;i/«, 7>j;pg, 7#u^~;i^ -fv*yy;Wk <iv 
15 -r >hu;«, -o^/u;^ -OF'JM, ifi/>mi/7x^n, 
#;wti/y;H6, =tt7'j=;;«, #dt-;i/ 

20 ^>!/***r/u;u*» ^>v^7yu;ua, ^>v>U7\/u;i^ ^>y*7 

fcV>L33Stt0C 7 -C 1B &*^#3IISrt*, 7-fe^7^-;i^ 7 

& 7>M)V&. -f>x-;^, 7xt>^'J;H"C*f), 5^L<«6M© 

25 7UJ1/S, 5^77U;U», ^7^77U;PS, fl-M, MJ 7 7* U;]/*> tf 

U5?jm, tf^nji/*, tru5$?=;uat, eu^-;nk tr^/y^s* tf 
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yy;^ -fv-f >ny;v*, -f>*vum ^>hu;vs, -f>Hu» 

5 7x-JH> ?tt7f-;H, ^73^7-;i^ 7itv-JH, 7xtW 

, ^>ws^/y;i^ ^>y^-y-i/y;ps, ^>y^7v*u;i/S. *?>y 

wm. r^y^ auwt^-onk ft;^*^;^ *st;m, -has, a 

;m-*~>*> 7^;w^;i/fc;i/S, N-7y)V^MJW^-om. 7U- 
7U-jp:*^>*> 7U-;i/7JW*x;i/S> 7y-;i/7;^nj^+vs 

-c 6 7;i/*y-r;i/S, c 2 -c 6 7;^/-f;i/^>-s, N-c 2 -c 6 7;i^y 
-r;i/75 7X. N-c 1 -c 6 7Ji/^75 7S, N-c 1 -c 10 7;i/^;i/*;i/A 
t-r;!/*, n, n--7- c r c 10 mM;w^m N-c 2 -c 6 7;i/ 

^r-;^;!/;^;^ N, N~^-C 2 -C 6 7)^^tuvn^ jvm, N- 
20 75/ c a -c 10 7;^;^;i/A ; e-r;i/S, N-c 1 -c 6 7;un^>'C 1 -c 10 
7;wi/^;wt ; e-f n- c 1 - c 6 7;vn^->^;i/^-;vc !-c 10 7;u+ 
jkfrjw^'Oi^, c 1 -c 6 7;wi/7;U7^-;^ c 1 -c 6 7;i/n^vs, 

C 1 - C 6 7)ln*i/%)Vtf~)l^ 7$ / C , - C 6 7^3^^;^-^ 

25 y^-y-yy;us, -fv^TVy^au ttwvjv&s rrvvjm* ^x- 
t?y-7;i/S, tf^^-^a, tfys^n;^ Hy^7-^s, 7U;i/« 
, ^h^t HD7^-;v», ^;v*y/S, -fv*/y;i/S. <v^>ku;us 
, i5 : i/>vt^y7x-jH > ^yyx;us, */*ity */u;i« 
^>\/7 5-;i/S, ^>^t7xr;H, ^>y-r5^i/y;i/S, ^ 
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>v*ttvv)vm> *y*J9-7*jV)vms *>V7?-)v& u-vyv** 

u-)vm. -i >x~;i/S, 7xt>7ij;viT*o, set <«6 a ©nasal* 
-fv^-^yu;^ -fv^yyu;^ m^/'JM, ?7W)V&* 
5 ^i^s, t?Uv;i^ tr^^-;w*, tfuss?-;i^ tru^-;^ 7 

^ & 1 m^Tz D 1 flWTS 1 L 3 gttt©*gif§7J#g* < 5 Xtt 6 

+i/7x-m ^i/u-;i/», ^y^t'j-M, ^>777=;m, v 
io ^>y5 1 *7x-;i/*, 7xtW^-;H, o^s^/'JJH, ^>7* 
*u- % /u;p«, ^>y^rv/u;^ ^>y7^-;p*, ^kHD^>i/77- 

Aril «*wycjWtfP* 7yFl, 7==yS, #;w^-r;)/*> SUVA^-f 

15 ~ hug, Aoy>if, tHo+vi, 

m^©»^b<tt^fn©c 3 -c 9 igma. N 

-T^;WU75/*, N, N — ¥7 y)V3r)l>7 77^^;^^, 

77^+;^;^;^, n-t^kjw^/w;^, 7 u n-7 
y-;w75/*, n, N-v j 7U-;u75ys, 7U-Wyi> 7U-;k* 
20 ;i/*n;u*, 7U-;i/^;w*-;^*^», N~7U-;^;i/*-;P75y», 
n - 7 U -;ia;w*n;W7 5;c r c 6 7; WV7 $ / S> n - 7 u 
^;P7 s;c r c l0 THJWMt'f n - 7 u -;wx;m>-;P7 5 / 
c 1 -c 6 7Ji/3^->*;i/3j?-;i/*, 7U"M;V77 ; e^jH> 7U-;i/x;i/7 
7 ^ ;u^->s, 7 u 7 ^ jv c x - c a 0 rjvwxM^ ;vm 

25 > 7V~)lZ)V7T : E'()lC 1 -C fi 7)V33ry%)Vtf~)VM, N-7V-M)V 
70-01/*, 7D+'>36, N-7D-fjI/S> N- ( N-7 0-01/7 

5/) c 1 -c 10 7;w^;w\* ; e-r;i'*> N-7D-r;i/7$yc 1 -c 6 7;p 
c^-c^kJj/'-oi'^ c 2 -c t 7)V%;'(M**/& 

N-C 2 -C 6 7^7<J|/75/l, N, N-v-C 2 -C 6 7;^7-r;P75 
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H-C l -C a T)V*)V7SS& N, N-i?-C 1 -C 6 7;Wl/75/S 

;ww;i/X, N-c 2 -c 6 7;i/dr-;P5!j;wt ; E-f;i/S, n, n-^-c 2 -c 6 
T^n;!/^;!/;^^;^ N-75 y c j - c 10 7;WWMt<M, N 
5 -c 1 -c a 7;p3^c 1 -c 10 7;wi/*;wt ; E-r;us, n-c 1 -c 6 7;P3 
^->*;pfc;i/C j - c 10 7;wv*^'/t i E-f n- c x - c 6 7;^^>'* 
- ;i/7 5 / c j - c x o 7; wi^w^^ n - c t - c 6 7;m 3^># 
jP3j?-;i/75yc 1 -c 6 7;pn*'>*;v#-;n6, c a -c 6 7;i/^;i/^^ n 

-CrCeTMJV^T^^ N, N-^-C 1 -C 6 7;WU7.;l/7 7 

io t-TJUS, c 1 -c 6 7;^jvxjV7^^H, c 1 -c 6 7;v+;i/x;i/^n;^ 
Cj-c 6 7;m+^s, c 1 -c 6 7;un^>-^;i/#n;ps, 7$;c 1 -c 6 7 

n-c,-c,^d7W75;i, n, n-^-c 

3 -C 6 y^o7;^75;i, C 3 -C 6 y^D7JVW+yI, N-C 3 
-C 6 ->^D7JWWMHM, N, N-^-C 3 -C 6 y^D7^W 

7^3+yl, CrCjMJWS, N-Cj-C,7;^75;S, N- 

©c 7 - Ci b 5 < a 6 mommmM. < ham?, 

25 *£l&<o ) "fT'fcK^SSS^, 7x-JH, ^^l/ST&tK 

isrsm. ^hoi, Any>jg?, kHo+yi, Wfc<oma%\s 

<«^£fo©C 3 -C JgJW*, 77^8, N-7^;i/^;i/7S/S, 7^ 
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7 u -;^;p*=;w**5/*, n - 7 u -ji^w^kt syc,-c,7^ 
5 , 7U-^7 > ;V7 7 : &-r;wc 1 -c : o7;i/^Ji/*;w\* ; &'f;i/S, 7U-;vx;P7 

-f;WS, 7D^>X, N-7U-()Vm, C 2 ~C 6 7MJ-()Vm, C 2 -C 6 7)V 

ijj^m*^ N-c 2 -Cs7)V%;<i)i>7$;m, n, n-v-c 2 -c 
6 7;i/*y<;u75y«, N-c 1 -c 6 7;wu7ays> n-c x -c 10 7;^ 

10 M)W^)Vm, N, N-S>- C 1 -C 10 7MJWMt'fM 1 N-C 2 

-c 6 7;i^~;kfr;w\^E-r;i^, n, N-s?-c 2 -c 6 7;i'^-;kfr;w\* ; E-i' 
jvs, N-75/c 1 -c 10 7;w^;w\* ; e-r;i/S, N-c 1 -c 6 7;i/^^-> 

C i - C i„7;WP*;WWM6,N-C ! - C 6 7)]sU*i/%)V$~)VC ! - c 
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5 ^>-tfx *<>i^x h;i/xx *isv>, x-x;k i, 4-v^+)-> 

io mmm^mfzn. *r%hvy)v*uwm&mmx&z>o 

mzmfe\tzn?3i\,w, ^mizmmmmt^m, mm. hu^M-nii 
mm, *?2u)vmzmm. t+vx # dais, w?>i3>v>m-mm\i*> 

^>d«h^-C#^.^ ±I2-J&5£ [VII] TSiSftSte^fcttLTl. 

2~i o^m. &&L<\ti. 2~2mm<Dm\m*®.m?z>* 

(fg5Ig) 

[VIII] 



[5£4»> R l , R 2 , R\ R 5 0Arli MIB^M^Wr^] T^StlSft^ 
4&&, m^h^hKD7^> (THF) ©£5&^£**£«'K jg£3 



20 
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NH H [I] 



K+» R 1 , R 2 , R 3 , R s R^Arlt flHB©*i*&Wr5] T^£n5ft-& 

;k Bt^^xxf^, 7-t?hxHj;k ^)VT)vn-)v. x^tjuh- 
;k ^>-ifx *vi/X h;i/x>, *->i/x x~^;k i. 4-5*t-*u-> 

20 U>^J8FjST?*S. 
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ffi^> ±13-^ [viii] rm-ztizik&mzttisT 1 

5 -y^rjk $Kfca&^W£*l, ^Tfcl 0%/l7^^ttM^iIT^^ 



SJEST^ffl$tl§#M<J:LT«, mWMK 7;V=-~^A, -TUv^A, ^ 
PA, XX -fe'JtfA, fife, ffi. A^-v^A, *7^->r>A^We 

ft, ^TfcM^, T^^A/WjtT&S, 
10 rjg4Ifij £ ri5Iij <DSigX@(7)jli#^^(lLTt)^fc±|H 

[i] T^$n§^ti^m™Tfe?. 0 

Rjfi3»T«, Sm?£«l£ffiirt3£<h££^ ±tB-«S^ [I] T-^$n 
3ft£$!3£#S;i£^T#3o KfoWifrt>-®& [I] TS$n^b^tlX«^ 

15 J;Dff5^<t^#^. 



20 RWArli, MS03t#*^rr-5] T^£ft<5tt-s-» £ b-&i$T% 

] 



-m. [iv] T*$n^^b^«, [ix] 
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N(R,R) 




[XI] 



5 [5£<K RK ArMd ttM<Dm*&mT%]T*m2nZfc£>%}Z&]8.?5 

10 OAjAIK, 0?£b<fcJ:O~l 5 0^, 0. 5~9 6^1 ^b<lil2~2 

$-5V5fi-- hTOt^MOMI^ »*l/<ttl 0 0-3 0 0t 
, 0. l~9 6Rm £?£b<te0. 5~ 2 B#PiS&#$i*5£ 

15 RfcrmmznzGmmmtLTit. Kfoizm&w&m2£tz^<Dx&nti 

75 h\ 7-fehnMj;K 7irhX hJHX I-fJK 1, 4- 

20 , N-$*jWWvfcA75 h\ Wl/X>, *->PX 7irbX X-tJK fb 
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» n, N-^-rvyDif;vx^75x n-^wwwjx N-*?MHf 

D'J^X N-*9\>VfcWJ3», N, N-^f;i/7-'J>, 1, 8-5^7+f 
tf^D [5. 4. 0] ^>x^-7 -X> (DBU) , 1, 5-71fH5/^D 
5 [4. 3. 0] 5-X> (DBN) M3iW75>, flfcfcfcKSS 

^ b u ?mitti u # i±m<D7)\<t> u ^M7jc*«, «*.«*u t 

ert-^7-K b U £ AX^5- K ^bU^A^^-b^tfWl'TJ 
U ^S7;Un^-> b ; 0U*«7kSMb;& U 7jcm<b^- b U 0I*m<D7)V% U £ 

10 bUX3Ml/75>> N, N-^y^DWHf*75>, TK^b^-hU^A, 
**ftl*U^A> #U#A- t e r t-^7-K ^"bU^AX^-b, 

scwtsijt, ±i2-te [ix] rm-znzik&mzitiVT i . 2 

15 -10<fi, ff*b<ttl. 2~2«©1ft26£<&SU 1. 2~10M, 8F 
£ L < « 1 . 2-2 MO«ftS? *?)VttiJ)W : E:'()V&&m?Z. 

20 ±E-IS5£ [XI] T^£ft3fb£ti£^mWM&4 | l;:£^-c fll**** 
mib^- b U #A©«fc5fc^Tin*##, **V»ttTHF©«fc'5^*Stt»fiE* 
T*7jc^fb U 5F*7 A 7;U5 x £ £©>t7c3iJTM7cT « £ t (3 «fc 0 ±IB-^ [ 
IV] TS^tlSMHiitS u t^Tt 5. 

xt;k 7-febxbUJk jWKr;m-;k x^;i>7;m-;k ^>t?>, ^ 

5/V>, bJl/X>, *->l/X X-x;k 1, 4-i?ttDr>, Th7kHD7 

7X xb7tb*Dtr7>^^fe.n, fcb^^py^a-^ x^jP7;p 
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*WJx*QT)W)&Mm&*imVfz>ft* +T?t>*'J^A- t e r t -7* 
gtfb:fHJ£A;WjilT&5. 



ci©«k5fcut#&nfc±iH-i5a: [iv] T^$ns^%s«jfiSA©^ 

ft:*, ±l3-« [IX] T?$$n5ft^«itt, ^»©^ffite«k?)^-rsc: 
W*«HR5£ [XII] 



20 [5S«K Aril ^©ic^&w-rsjT^^nsi^j^;^^, R 5 -H ecu 

&5W*-«5£ [ XIII] 




[XII] 



HO 
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64 




[XIII] 



H 



[5£f» Arte, lWEOitftS^rr*] TS3tt*fc£»£/\D$*>te:rU--;i< 

10 «g%C 

(81 IS) 
HRS [X I V] 



[5£4«» PGH *;W#*5/;P3S0#II***U Arte, flUB©***^* 
15 ] T*Sn*ft;'&fc£HR5£ [V] 



[5£«K R 1 , R 2 &tfR 3 te> ii&fS©;i5ic£WT£] *C3}Sn5fl5^ta6:$ 
5£ [XV] 




[XIV] 




[V] 
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XV] 



[5£fK PG'S, 75/S©&«£^U R\ R\ R\ ArRlKPG^M 
IV] X^n^it^mt±ti-^ [V] <Z)fc-&tl££, £}&T0. 5-9 6 

75 h\ n^x^i/xxxJK f^^;i-x;wk 7izhxhu;k ^)V7 

2~io^]i, #£u<&i. 2~2^a©±tB-ig^: cv] Ttmnzrw 
20 *;^^v;i/So#gi«<hbT«, mz-tt^jvm, X3MPg, tert-y 
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#XJVg, 7V)Vtt5/%)l'tf—n&* t e r t -7h*i'%)Vtf-)V£*$<D 

10 [7°Pf^T^7*- 9)V--J7s • -<> ' ' l/y^sT, (Prote 

ctive Groups in Organic Synthesis), T 
W. ^U-> (T. W. Greene) John Wiley & So 
n stt (1 9 8 1) ¥#JR ] Xtt^nKUprs^fcSEoTffaeitj&JT^S. 
(ff£2Ig) 
15 HRjC [XV] 



K»K R 1 , R 2 , R 3 , Ar, PGRtfPG 1 !! WIB0«***f*] TSt£ 
20 ©#fcTTEJfc^5££fc«k0HK5S [XVI] 
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H-T-NHPG' 



OMe 



2 



[XVI] 



Melt RK R\ R\ Ar^PGHl MBOM 

5 , %.M.mm<D%m [7Uy->7^j 7 • 4^-7* • > • :t-#xy ^ • 

^(Protective Groups in Organic Synt 
h e s i s) , T. W. if x )—> (T. W. Greene) f, John Wi 
ley & S o n s ft ( 1 9 8 1 ) ] Xtt^nC2pT3#&fct£oT, 

15 £#J<D#£ET * b < 0 ~ 3 0 ^ , 0 . 

, 1, h'J^DDX^x N, N-i^^*;WA7^ F 

20 > g^X^XT^k 11^;* 3Mkx*x;k 7-fehxNU;K 

;i/T;i/3-;K x7-;k7;kn-;k ^>-t?x *->l/X b;kx>, 
l, 4-^^>, 5 t h7bHa7^>W#tfe>ti, 

hXh'j;K N, N-^^*;w>7Sb\ WkX>lg 
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DU^X N-^Wl/tWJv'X N, N-y^W^UX 1, 8-5?71f 
5 tfv-^D [5. 4. 0] ^7>x^-7-X> (DBU) > 1, 5-7+ffcfv^P 
[4. 3. 0] 7:7— 5 -X> (DBN) *©»3»|&J»«75>;«A«KrU 

i». 4 -i?*7)l7 tfnux ^/u>> <fv*y 

©7;k& u &m ; h u u # A*©7;k*7 u &m7k 

10 ; MM*7'?)W ^2 A«$©7Jkfc U &JH7,Mr;Wfc$l ; U £ A 

-tert-W-K ^HJ^AX^-K ^HJC^*^7-H*©7 
»J^S7;^+y H ; «Af4*«fl5* U £A, jjcBMt:*- h U VkM<T>7M 

v &wm\t® mummx u * ^07 m u ^jR^it#^#tf en, 4> 

T?%>^3»|glft»75>^»aT?feD, ^llhUX^75>, N, N-iM 
15 V^nlfJHfJV75>W9«S?.. 

Ejre^^3tt£ffil&&£l/TKk «*tfN-fcKn*$/^>\/HJ7*/ 

>-2, 3-5>AM*W5H, 3-tKn^y-3, 4-^tKD-4-t 
*V-1, 2, 3-^>7hU7V/-;P^#frf^n, +T?feN-fcKP*->^ 
20 >V b U 7 V^JMfcWGFfcT!**. 

+yJWM^5K l-^^-2-yn^tf'J> ? X'yA7-f^-f h\ N 

xx;U7^^7*U;P7^H, N, N* -^^y-$y;W^~^, N, 
25 N* -^X^vX^jl^lfly-K 1-X3MV-3- (3-^WS/ 

^>VhU7V-l-U;i'-^^-hU7> <5?*9\JV75,/) 7^X7^-") 
A^7Mn7*X7x^f h^#3£tf£ft, 4n?*>N, N-vv^D^^-> 

;p#;M?s><Y 5 k> 1 -x^- 3 - ( 3 -^^75 / tr;w 
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5 m<Dm.m. 1-50 t < \t 1 ~ 5 mmmsmmiRtf/xte 1 ~ 5 

-W [XV I] 



[5£+> R 1 , R 2 , R 3 , Ar, PG^^MeU WlBOM^^t^] 

15 vttm&mmmm*. &m^%mxKmz&z>z.t\z&v)--$&$ l cxvi 1 
] 



[5£*, R 1 , R 2 , R 3 > R 5 , Ar&tfPG 1 ^ HulB(Dit*^T§]T^$n 




OMe 



10 
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HZZifi* ^ttBfaJcbfcTOtt*«»«+, ±BE-«5S [XVI] T?3t 
-78~30'C> 0. 5~9 6I3IRK $f£b<&l 2~~2 imffl&i&^Z. 

£ .aft. ±3B-«S$; [XVI]'t^n^*l^lT2~ 

1 O^fi, If t L < « 2 ~ 3 ^ioyj ^7«^fffl t§« 
(JR4I® 

HK5t [xv.i i] 



«<k R 1 , R 2 > R 3 > R 5 , ArWPG'li MfBcDlc*^ TSE£ 

nsfl^©7$ y*o«««*acifl»*b-«s [v i ] 



R 1 * R 2 , R\ R 5 ^Arfl IMB©****rrS]T?*StlS^«J 



15 
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[ynf^r^- tfJV--?* -i>- • 5/>-feS/^ (P r o t e 

ctive Groups in Organic Synthesis), T 
5 . W. (T. W. Greene) f, John Wiley & So 

n stk (1 9 8 1) ¥#1 1 X^nic2prs^t^oT, 

»enfc±c-tt* [vi] T^ns^%«§i#^sg3i^A©^3-5 

gjSfeD 
(HIS) 
15 Jfrfc, [X I X] 



ffj^tf^-jRs: [xv iii] 




[XIX] 




[XVIII] 



20 



HO 
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(fg2I|i) 

5 ±IB-«S [X I X] £, -«5$ [XX] 



ib^tKJS$ii-SIltlwJ;DH-« [XVI I] 



10 [iS4u R 1 , R 2 , R 3 > R 5 , Ar^PG 1 !! ffiflBOSttS^rrsiTr^Sn 
15 j&fig. $P*b<tt5 0-1 2 0*0, 0. 5-9 6^Bi, fftUtt2-12l« 
20 75 h\ 7-fehX ^>if>, hJHX X— rJk 1, 4- 
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, N-^^fMM75F, h;H>, *->l/X 7thX x-tMK fh 

, n, N-y^yyo^xfjV75>, N-^^;i/ ; e;i/^u>, N-j^wut: 

5 DU^X N-*5P;i/t°^Uv>> N, N-v^JKfxUX 1, 8-^71t* 
M-sZU [5. 4. 0] ^7>x*-7-X> (DBU) , 1, 5-7*f\d~/?£i 
[4. 3. 0] y^—5-X> (DBN) MX\f*m 

ert-W-K ^hU^AX^-K :T h U tfA*^5- V*$<D7M 
10 'J ^H.7;Vn+-> H ; WX.\*#Wtfcj3 U £ A, zKIMfc;:*- h U £ A^OTJlofr U & 

bux^;v75>> n, N-^-rv7°ntf;i/x5 l ;v7a>, TK^b^-hUtfA, 

*3tHt#U£A, *'JW-tert-W-K tM-U^AX^-K 
hU^A^^-K K»#y£A##jinr»S. 

±ia-jis^ cxix] TSsn5ft^fti:»bTi. 

#&nfc±fB-«5£ [xvi i] Trasnsfc^wajiseftco^ing, as 
20 m&Avm 3-5 xs©^"e±iB-«s: [ 1 ] "cmznz>4k&®\z&i&T% c 

mm 
mixm) 

-«« [XXI] 



25 
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asnsfc'&fcfcHttss [v] 




3^>©<fc5fc@te^&*T££&£i*\ [XXI I] 




[5£4>, R 1 , R 2 , R 3 > R 6 , Ar, L 2 te, l9IB©jt**Wr*] 

10 xi] 7?mzn%>ik<£®t±u-i8i3< [v] Tf*$ns^«t*, gia-co. 

15 75 h\ MlfJU^fiK M^^X/s^K 7irhxMUk ;*3Mk7 

x^7;wn-;k ^u>, tf'J^x 

$j:t^fs^ as, ±ie-^ [xxi] T-^^n^b^t/^bxi. 

2~10^», »*b<ttl. 2~2«©±!H— JK5S [V] T?S$nS7S?U 
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75 

<3£2Ig) 

[XXI I] 




5 [5fc«K R 1 , R 2 , R 3 * Ar, L 2 &. MIBOS^&^-rs] TS^tlM^ 
HRSC CXX III] 

R 5 CHO POCIII] 

XXIV] 




[jfcf, R\ R 2 , R 3 > R 5 > Ar, L 2 te, KHao*i**Wr*] T^Stl 

20 R>6Tftffl*ns^r«i»iitbTtt» ^fcsa&»£x&£fctr>fc0Taftfcr 
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n-;^ x^;v7;m-;k n-7D/v-;k ^>-tfx tfU-7> 

5 , )V?V>* h^XX *->l/X 1, 4— Xt*+I-X fh7hh*n77>f 



15 7A> M^-h'J7A^We>n> $rttU*^y-z/~-7Ztftimv$>Z> 



ZZ\ttfX&2>&, ±IBHR5S [XXI I] T-^ZtlZik^mzMLT 1 

. 2-iom $f^b<«i. 2~2«*©±tB-«sc [xxi 1 1] 

20 nST^rkH, 1. 2~10«i, USKttl. 2^2M©ttlKH, 1~ 

(3131®) 
-jfi^ [XX I V] 
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77 

[5£(K R 1 , R 2 , RK RK Ar> L 2 fcL i&IBOjt*^^rTS] T?£Sn«. 

mm-rzztiz&vmmz^-tiSLiZ, [xxv] 




5 R 1 , R 2 , R 3 , R 6 , ArU WB05tWc**r*] T!a3tt*fc*lb 

IMffl^T, - 1 0 Ot;fr$^j&0$£*S^ $f*U<«-7 8-3 Ot:, 0 
10 .5-96 mm, b < & 1 2 ~ 2 4«£jfc$i*3 £ iT^wwm^^ 

15 7>Wt^ti5^ #^JA«x-^;k rh7tFD77X v^n^* 

>TMEDA, A^+h^^;i/^X^^5> HMPA, iftfc'J 3^A^WSn, 
4'T i bN,N,N\N' — t" h 7^^;i/X^W>5?75 >*J»art?»*. 

, tnn-^U^A, s e c-^;i/U^»>A«9fan?**. 
SUtjfttT**^, a*. ±|BHft5C [XXIV] T?«*n*ft;^»fcMLT2 
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t±chr^ [i] T^sn^b^^jre^s. 

5 ggjjg 

(in© 

-$5S [XXV I] 



K«t»» ArU ifSBOSc^^Wrs] T*$n^lb^t)i-^ [V] 



m><D&5isim&mm*r*E.j&-zik* exxvi n 



[ss*, r 1 * r 2 % r 3 . Aril s«ia©ic*^wr^] T^ttSte^fc^ 
vi] xm^n^t^mt±fd,-wt^, [v] T^ft^t^.*:*, ^-eo. 

20 SiST^ffl^n§^iii:UTH KJftKSJ£#£&££&^t>©T&ftfcr 




10 
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hu^DDi^x mmtfikm, N, N-S^^MWA 
;i/3~;K x^T;i/3-;k «*>ifx tru^x )V^J>. h)V 

%>Zttf7?%Z>^ jgfif, ±iBHft5$ [XXVI I] T?«Sn*fli^«IC»UT 
10 1. 2~10m 2~2^*©±|B-« [V] Tgl£n&7 

(£2Ig) 
HRst [XXVI I] 



15 [5S4>> R\ R 2 , R 3 , ArU MSB©jf9fc£%T£] tSnsft^ftSIS 
fc«fc$£EJ£313:S;i£fc«J:DfcHR5*; [XXVI I I] 



C5£*> R 1 , R 2 > R 3 WAr(t flHB0*5fe&*rr*) H&ZtlZfc&toifi 
TlliaStS [XXIX] 





CHO 
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R 1 

^Arj^ ^- R 3 [XXIX] 

taa-T? 5 ~ 9 6 mm. » * l < « 1 2 ~ 2 4 psmejesi** n«htc<i: 

15 ZZttfr^Ztf, ±fB-« [VI I] T?^^tlS^«»K:»bT0. 

o2~5om 2~2mm(DMim*mm-?z>o 

20 0#&TT 5-96 mm, #?3iL<\$12~24 ISfflgffiStfS Z.t\z£*), R 

n-;k x3Ml/7;i/3-;k n-7n/v-;k ^>if>, ^U>. Kys?> 
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, hJH>, 1, A-VHrtty* fh7kFn77>f 

tmfzn. us>x n, n-vwistov&rs h\ Mi/ 

Kmr-mmztimtLTte. mz.\*mt. mm, n«m mm, 7Wt 



10 jE«T?ttffl$nSftilBiJl/Ttt, fll&fcfrEl^i^-S/-:/;^ M-7^-> 

aur, ±ib-^ [xxvi 1 1] -e*$n*^«uic»b 

T, 1. 2~10fl, Jf^Klil. 2~2«0tt*IBRK 1~50^», 
[XX I X] 



20 [5£«K R\ R 2 , R 3 , Aril t&tB©3£#£W?-S] T?&Sn*ft;-&«j£A 
$ii-*Jli:{c«kD— Jtfi^C [XXV] 
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NH H [XXV] 



C*F, R 1 * R 2 ^ R 3 > R 5 * Aril tm<DM*& : frtzi rmztizikG® 

$&n&HR5£ [xxv] T*£nsfc£*£/flv>T«jft&A©84:Eg©# 
5 isfetj;»)±ffi-tts; [i] Tf*snsfc£4*itf*£jjre£s. 



*«jfifttt, [i] Tastusfl^tt©^ r 4 ^c x — c 3 7;i/*;u 

©fc©fc^T©fc-&$f©§8j£}£T&5. 
10 Hfc* [V I 1 3 



S-4-R^3 



rN H [vii] 



Kt, R 1 , RVR 3 , R 5 , Aril tft|B©*(*&Wr*] "C*Sn4ft^« 
tHRS [XXX] 

R 4 L 3 [XXX] 

15 [^4>, r 4 «c x — c 3 t;u*;k l 3 «, Any>»ii^t] TSisn 

STJWWN^ H*K*S$ii:*c:tfcJ:D-K^ [XXXI] 




[XXXI] 

[5£»K RK R\ R\ R\ RK Arte, ffllffi©«i*£W*r*] Tf^SnS 
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±ib-« [vii] rmznz>fc&y>)t±.m-~®ijz l ex 

XX] Tl$n57WA7< H*TOttfe*«»ttE+T?, 5-9 & 

5 *b<ttl2-2 4WMJli««**«2:fclcJ:D, EJfcfc^irr*. 

hU^nDx^x N, N-s>;WW#;kk7$ h\ as* 

10 n-;K x.5-)VT)Vn—M n-yn/V-JK ^>if>> ^->I/X h;PX> 
, 1, Th7tHD77>Wlf *T*>7 

ant* ±!3-«« [VII] T^$nS^#|{C*fbT, 1 
15 ~5 0«i »*b<ttl 0-5 0^»©±fE-|£^ [XXX] T?&3n«fll'& 

*t*lc«kD±IB-jRi [I] 
20 SSjgfeH 

[XXV] 



25 [5£*K R 1 , R 2 , R 3 , R 5 ; A r «f&lB©J&!*££~r5] T^Sn* 
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Tt^dt, Sift, R^^J^^b^^l/XD^ji^CT^ttW^^^. #9 
* tf * * £ □ OiiSSf A*«© J; 5 fciIM5fc&rt;a0#ftT£i&TT 5-96 mm 
5 > $?£L<«1 2 ~2 4»Wft#Stf Rfctt^ttT*. 

io ;k * s sv>> mpxx *5/u>* x~ r;k i, 4 

, ^DD*M, 1, 2-^PDI^>, hU^PDX^X ftSlfJVXX 

sc^-r^sa*, aft, ±i3-jR^ cxxv] rmzn&itftmzttLT i . 

20 2~10m ^Kttl. 2~2fiOM»t§. 

*mm®Gm&*Aftmz&-rtziib\z. K&mmi 1 1 6©^%^« 

25 (KSto&fe) 

S**fr7flliWbfc*ttt»>^X^-7y h (Sg9jl^ n = 6) £ 
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ftftp^AW* oho )*fflv\ yvt-t&yryt'imrfemLtci, #<=>n 

tz&m\$. Student T&fe%m*TBVT*ft K *(DM^¥$)%M%* 



10.0n 



P<0.01 




1116 10mg/kgS£ 
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«*WH(«[I] 




R 1 , R 2 . R 3 > R\ R 5 , ArRtfn«!&ffi0«i*£:rrs. 

>mm. %mm, v/uzmm, <xh 

mm, 7Wjk'>Sil0f ill ; li[i^^M>Si, <1-ttt> 
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&ft<D$m\t, *<D&%mu *>7°-t)VM, mm\x\m*(DMm thrum. 
~i o om%, »*b<«5~i o oii%©f»^tfutms. 

X, iPS^OlS^xa^ny^OWJH 0. 5-1 0«*%©;fr#) 
25 ^^#tr^a:^-C^§o 

□&-5-£>i§-&, o. l&V>bl 0 0 OmgTr&D, MP&-%-©^ lB^D 
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0. 0 1^l5 0 0mgT*5. fc&> S40ic^ tf^#K«fc 



HI^|OlI^D7h^7 7[l y^-htbTS i 1 i c a g e 1 6 0 F 

245 (Merck) £, &ffl&£l/TUV&fcBg£ffiV>fc. *5^->'J*^ 

£LTte, Wakogel™ C-3 0 0 (»3t*fiH) £> Mffi*7Affl->U* 
10 y;i/tLT(a, LC-SORB™ SP-B-ODS (Chemco) *fc«Y 

MC-GEL™ ODS-AQ 1 2 0 - S 5 0 (OtfWfcWSW?) £/B^£. 

i -Bu : VT^l/S 

n-Bu : n-y^S 

t-Bu : t -73^31 
15 Me : pWl'S 

E t : X^;PS 

Ph : 7x-M 

i -P r : -rv7ntf;pg 

n-P r : n-^ofM 
20 CDC 1 3 : H# D DjfUl/A 

methanol-d 4 : ^ / — ;i> 

DMSO-d 6 :iy^^W;V*+vH 

mnmi 

25 jfrjrWjl 0 1 SflSi (3—f V7 P Db!;U-5-7xZi;i/-2, 3, 4, 5 - 
fh7hHD-lH-l A 6 , 4-^>7^7-tflf>-l, 1 

*J2uu*9> (3 0 0ml) -757-3 -*?fr-l-7jr 

;i/(5 0. Og, 48 5mmol) £&*£H&TE'&U 0tTlftXM> 
S (3 5. 0ml, 5 2 4mmo 1) £iSTL&. »^7^. S^i^ifit 
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zmmt&Ltt. 7K (10 0ml) 0%#mfc1'VVVJx*mtiL (10 

og) ssanu a£«fc**EETTr&eufc. w^i£^»&#$iu @ 
#*Bfcft*u«>AT?tejftu ma©^*2— fy^Dtr;i/7^u^> (3 6. 

3g, 4 2 6mmo 1) (W8 8%) . 

5 X HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 2 Hz) , 1. 0 

3 (3H, d, J = 5. 9Hz), 1. 04-1. 20 (1H, m) , 1. 35 
-1. 3 7 (1H, m) , 1. 7 1-1. 7 7 (2H, m) 

N, N, N* , N' -^Vy^)V^U>P7^> (TMEDA) (6 3. 
9ml, 4 2 4mmo 1) (D^i7U^D-> (3 0 Oml) «FttS?jWPU n- 
10 ^'J^A©2. 5MS/^nA^>M (1 7 Oml) ftSa«l/fc. 

7x/-;P (2 3. 3g, 2 12mmol) &&*K:&s;&DU BfeM. 

T»L^io ^>V^hU;M2 1. 8g, 212mmol) 

U-^#etl, £n£»T-M#U/Co 7K (2 0 0ml) SSsJuU i&&4& 

15 £1 4fcb&. H 9 0«l$t, Mtc*Tf?&«L/«ttKK:«I:Op 

20 a©tt*ft©»«4J5!6*7x-;i/ (2-7;i/7 7-^7x-Jl/) ^^7> (3 6 
. 4g, 17 Ommo 1) OR* 8 0%) . 

'HNMR (CDC 1 3 ) 5:4. 21 (1H, s), 7. 14-7. 25 (1 
H, m) , 7 . 3 1-7. 3 9 ( 1 H, m) , 7 . 4 0-7. 6 3 ( 5 H, m) 
, 7. 75-7. 80 (2H, m) 
25 FAB —MS (m/e) : 2 1 5 [M+H] + 

IglTM»6ttfcfl;-&'» (0. 3ml) §Ig2©^ (3 0 0mg, 1. 

4 Ommo 1) ©2, 6-;i^> (3. Oml) JR»*ft:aSfflTWTl/fc. ^ 

itoktsl 3 &w»#u mmm <i. omi) *»jnbfc. » 
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>/Sf|lf^ (9 0/10) ^M^1-§^7A^D^h^77^-(C^L 

5 4-^>7^7-fe'tf> (2 6 6mg, 0. 9 4 7mmo 1 ) (W6 8 % 

) . 

! HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 7Hz) , 1. 0 
6 (3H, d, J = 6. 7Hz), 1. 94-2. 11 (1H, m) , 2. 96 
(1H, ddd, J = 12. 3, 6. 5, 4. 0Hz) , 3. 27 ( 1 H, dd 
10 , J = 12. 3, 11. 3Hz) , 3. 62 (1H, dd, J = ll. 3, 4. 
OHz), 7. 09-7. 15 (1H, m), 7. 32-7. 6 4 (8H, m) 
FAB-MS (m/e) : 2 8 2 [M + H] + 

Ig30M (18 0mg, 0. 640mraol) Oh'J7MnSi (3 
. Oml)«, 3 0 XnmkTkm* ( l . Oml) SaQOTJOfiSreSsinL 

15 ft. mtom'& iox^*a«^hu^A*»« 
tofrmi, 4-*j*tt>mm (3. omn *»&u mmmm (2oomg 

, 3. 0 6mmol) ZfaXlzmOhfto »^ft-!ft*MTit&U 

20 TK^hU^ATKM-eMab, t7-r h-eliL&. »x5 1 ;n?2isiJ4mb 
->u^y^±T, ^D->/mmx^)v (80/20) ^mmnt-thti^^ 

. d v h ^7 7 w -fc#U mao^* 3 ~f V7"n t? 5 - 7xx;v- 2 , 

3, 4, 5-fh5kHD-lH-l A 6 , 4 - A>V>7t?tf>- 1 , l-i? 
25 t>C5?7^TW-a (3 5. 8mg, 0. lHmmol, |$18%) 
£<fctfb (6 2. 6mg, 0. 19 9mmol, W3 1%) £&H£©iElPl££ 

1 HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J=6. 8Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz), 1. 75-1. 85 ( 1 H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 4 ( 1 H, dd, J = 2 
. 3, 14. 3Hz), 3. 49-3. 58 (1H, m), 5. 99 (1H, s 
) , 6. 68-6. 71 (1H, m) , 7. 3 3-7. 4 3 (7H, m) , 8. 
5 13-8. 18(1 H, m) 

FAB-MS (m/e) : 3 1 6 [M+H] + 

X HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 94 
10 -3. 0 2 (1H, m) , 3. 4 2-3. 5 0 (2H, m) , 5. 8 5 (1H, 
s), 6.88-6. 95 ( 1 H, m) , 7. 29-7. 42 ( 5 H, m) , 7 
. 44-7. 50 (2H, m), 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M + H] + 

15 &rF\z$mm i tnmz \sTnitfcetto<Dwmim*xcr. 

jb&Wn 0 0 KPgiS (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : H ; R 4 : H ; 
R 5 : Ph ; n = 0) 

J HNMR (CDClg) <5:2. 77 (1H, ddd, J = 3. 0, 10. 4 

20 , 14. 1Hz) , 2. 86 (1H, ddd, J = 2. 9, 4. 0, 14. 1H 
z) , 3. 39 (1H, J=ddd, 2. 9, 10. 4, 14. 1Hz) , .3. 
58 (1H, ddd, J = 3. 0, 4. 0, 14. 1Hz) , 5. 71 (1H, 
s) , 6. 62-6. 65 (1H, m), 7. 03-7. 14 (2H, m), 7 
. 24-7. 40 (5H, m), 7. 60-7. 64 (1H, m) 

25 FAB-MS (m/e) : 242 [M+H] + 



jt&®M 1 0 0 2 CDgjg (Ar : P h ; R 1 : H ; R 8 : H ; R 8 : M e :R 4 :H 



; R 5 : Ph ; n = 0) 
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l HNMR (CDCI3) 6:1. 22 (3H, d, J = 6. 5Hz) , 2. 4 

6 (1H, dd, J = 10. 4, 14. 1Hz) , 2. 87 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 48 (1H, J = dQd, 2. 3, 6. 5, 10 
. 4Hz), 5. 67 (1H, s) , 6. 59-6. 63 ( 1 H, m) , 7. 0 

5 0-7. 16 (2H, m), 7. 26-7. 39 ( 1 H, m) , 7. 40-7. 
4 4 (4H, m) , 7. 6 1-7. 6 6 ( 1 H, m) 
FAB-MS (m/e) : 2 5 6 [M+H] + 

10 ft&mmi 0 0 6®gSjg (Ar : P h ; R 1 : i - P r ; R 2 : H ; R 3 : H ; R 4 
: H ; R 5 :Ph; n = 0) 
'HNMR (CDC 1 3 ) 6:1. 04 (3H, d, J = 6. 8Hz), 1. 0 

7 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 2 (1H, m) , 2. 60 
-2. 68 (1H, m) , 3. 26 (1H, dd, J = 9. 9, 14. 1Hz) 

15 , 3. 44 (1H, dd, J = 2. 7, 14. 1Hz) , 5. 66 (1H, s) 
, 6. 59-6. 65 (1H, m) , 7. 00-7. 4 0 (7 H, m) , 7. 6 
0 - 7 . 6 3 ( 1 H, m) 
FAB-MS (m/e) : 2 8 3 [M + H] + 

20 Mt&ffl 5 

fbjiai 0 0 7 (Dm.lt (Ar : Ph ; R 1 : i— Pr ;R 2 :H;R 3 :H;R 4 
: H ; R 5 : Ph ; n=2) 

'HNMR (CD C 1 3 ) 6:1. 09 (3H, d, J = 6. 9Hz) , 1. 1 
6 (3H, d, J = 6. 9Hz) 2. 85-2. 95 (lH.m), 2. 96- 
25 3. 0 3 (1H, m) , 3. 50 (1H, dd, J = 2. 9, 14. 8Hz) , 

3. 74 (1H, dd, J = ll. 1, 14. 8Hz) , 5. 92 (1H, s) 
, 6. 68 (1H, d, J = 8. 9Hz) , 7. 3 0-7. 4 5 (7H, m) , 
8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 316 [M + H] + 
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mmw6 

jb^MU 0 1 5(D^ig (Ar :Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 
: H ; R 5 :Ph; n = 0) 
5 *HNMR (CDC 1 s ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J=6. 7Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 75 
-2. 85 (1H, m) , 2. 85-2. 94 (2H.ni), 5. 72 (1H, 
s), 6. 72-6. 79 (lH.m), 7. 05-7. 16 (2H, m), 7 
. 24-7. 38 (5H, m), 7. 48-7. 51 (1H, m) 

10 FAB-MS (m/e) : 2 84 [M + H] + 

tt&mm 1017 (pmrn. 

mfk^-a (Ar : Ph ; R 1 : H ; R 2 :H ; R 3 : i-Pr;R 4 :M 
15 e;R 5 :Ph;n=0) 

'HNMR (CDC 1 3 ) 6:0. 9 1 (3H, d, J = 6. 9Hz) , 1. 0 
2 (3H, d, J =6. 9Hz), 1. 58-1. 71 (1H, m), 2. 19 
(3H, s), 2. 47-2. 54 (1H, m) , 2. 70-3. 00 (2H, m 
), 5. 97 (1H, s), 6. 76-6. 72 (1H, m) , 7. 22-7. 
20 4 1 ( 5 H, m) , 7 . 6 0-7. 6 5 ( 3 H, m) 
FAB-MS (m/e) : 29 8 [M+H] + 
^7XrVt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : M 
e;R 5 :Ph;n = 0) 
'HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 1. 1 
25 7 (3H, d, J=6. 9Hz) , 1. 58-1. 71 ( 1 H, m) , 1. 78 
(3H, s), 2. 63-3. 00 (3H, m), 6. 03 (1H, s), 6. 7 
6-6. 72 (1H, ra), 7. 22-7. 41 (5H, m), 7. 65-7. 

6 9 ( 3 H, m) 

FAB-MS (m/e) : 2 9 8 [M + H] + 
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tt&vsm io3i owt 

i?7XfW-a (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R 5 : 4-OH-Ph ; n = 0) 

: HNMR (CDC 1 8 ) 5:0. 93 (3H, d, J = 6. 9Hz), 0. 9 
5 (3H, d, J = 6. 8Hz), 1. 65-1. 75 (1H, m) , 2. 44 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 
10 8Hz), 5. 07 (1H, s), 6. 60-6. 64 (1H, m) , 6. 83 
(2H, d, J=8. 6Hz) , 7. 02-7. 13 (2H, m) , 7. 2 7 ( 
2H, d, J = 8. 6Hz), 7. 60-7. 64 (1H, m) 

FAB-MS (m/e) : 3 0 0 [M+H] + 
5>7*^W"?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
15 ; R 5 : 4-OH-Ph ; n = 0) 

X HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 5 (1H, m) , 2. 76 
-2. 83 (1H, m) , 2. 87-2. 94 (2H, m) , 5. 65 (1H, 
s) , 6. 7 8-6. 8 2 (1H, m) , 6. 80 (2H, d, J = 8. 6Hz 
20 ), 7. 10-7. 14 (2H, m), 7. 2 0 (2H, d, J = 8. 6Hz) 
, 7. 49-7. 52 (1H, m) 
FAB-MS (m/e) : 3 0 0 [M+H] + 

25 4k&Qim 1 0 3 2 <DMt& (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R 5 : 4-OH-Ph ; n = 2) 

'HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 4Hz), 0. 9 
8 (3H, d, J = 6. 4Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 00 (1H, m) , 3. 35-3. 52 (2H, m) , 5. 77 (1H, 
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s) , 6. 83 (2H, d, J = 8. 5Hz) , 6. 9 2-6. 9 7 (1H, m 
) , 7. 18 (2H, d, J = 8. 5Hz) , 7. 4 5-7. 48 (2H, m) 
, 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 

5 

mmmi o 

tt&VimiO 3 3(Dm& (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
: H ; R 5 : 3-OH-Ph ; n = 2) 
*HNMR (CDClj) 5:0. 95 (3H, d, 3 = 7. OHz) , 1. 0 

10 0 (3H, d, J = 6. 8Hz) , 1. 95-2. 10 ( 1 H, m) , 2. 98 
-3. 0 4 (1H, m) , 3. 40-3. 5 5 (2H, m) , 5. 82 (1H, 
s) , 6. 80 C1H, dd, J = 2. 9, 7. 8Hz) , 6. 83 (1H, d 
. J = 2. 9Hz) , 6. 90 (1H, d, J = 7. 6Hz), 6. 95-6. 
98 (1H, m) , 7. 25 (1H, dd, J = 7. 6, 7. 8Hz) , 7. 4 

15 7-7. 50 (2H, m), 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 34 6 [M+H] + 

mmm 1 1 

jb£ftmo3 4<p«js 

20 y7XTWT-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:1. 00 (3H, d, J = 7. 5Hz) , 1. 0 
0 (3H, d, J = 7. 5Hz) , 1. 8 2-1. 9 4 ( 1 H, m) , 3. 17 
(1H, dd, J«ll. 3, 14. 5Hz) , 3. 47 (1H, dd, J = 2 
25 . 8, 14. 5Hz) , 3. 48-3. 5 8 (1H, m) , 6. 07 (1H, s 
) , 6. 8 0-6. 8 5 (2H, m) , 6. 9 4-6. 9 7 ( 1 H, m) , 7. 
06-7. 10 (1H, m), 7. 21-7. 28 ( 1 H, m) , 7. 49-7 
. 5 3 ( 2 H, m) , 8. 16-8. 2 0 ( 1 H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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^7Xxl/^"7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 2-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 2- 2. 0 5 (1H, m) , 2. 92 
5 -3. 02 (1H, m) , 3. 46 (1H, dd, J = 9. 6, 14. 3Hz) 
, 3. 57 (1H, dd, J = l. 9, 14. 3Hz) , 6. 13 ( 1 H, s) 
, 6. 80-6. 86 (2H, m) , 6. 96-7. 00 <2H, m) , 7. 1 
2-7. 17 (1H, m) , 7. 25-7. 32 (1H, m), 7. 53-7. 
61 ( 2 H, m) , 8. 13-8. 17 (1H, m) 
10 FAB-MS (m/e) : 3 3 2 [M+HJ + 

mmm 1 2 

IMj 1 0 3 5 (DUm 

y7Xfl/f7-a (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
15 ; R 5 : 4-MeO-Ph ; n=0) 

! HNMR (CDC 1 3 ) <5:0. 97 (3 H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 75-1. 85 (1H, m), 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 9, 11. 
20 4Hz), 3. 85 (3H, s), 5. 81 (1H, s), 6. 72-6. 76 
(1H, m) , 6. 95 (2H, d, J = 8. 8Hz) , 7. 32 (2H, d, 
J = 8. 8Hz), 7. 34-7. 41 (2H, m), 8. 12-8. 16 (1 
H, m) 

FAB-MS (m/e) : 34 6 [M+H] + 
25 ^77fUt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-MeO-Ph ; n = 0) 
>HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 98 
(1H, ddd, J = 3. 7, 5. 6, 9. 1Hz) , 3. 43 (1H, dd, 
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J = 9. 1, 14. 6Hz) , 3. 50 (1H, dd, J = 3. 7, 14. 6H 
z) , 3. 82 (3H, s) , 5. 79 ( 1 H, s) , 6. 8 8-6. 9 6 (1 
H, m) , 6. 91 (2H, d, J = 8. 8Hz) , 7. 24 (2H, d, J = 
8. 8Hz), 7. 43-7. 50 (2H, m) , 8. 13-8. 17 (1H, 
5 m) 

FAB-MS (m/e) : 3 46 [M + H] + 

%mm 1 3 

jt^mM 1 0 3 6 <DW& (Ar iPhjR^HjR^HiR 3 : i-Pr;R 4 
10 :H; R 5 : 3-MeO-Ph ; n=2) 

! HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz) , 0. 9 
9 (3H, d, J = 7. 0Hz) , 1. 9 2-2. 0 5 (1H, m) , 2. 95 
-3. 00 (1H, m) , 3. 40-3. 05 (2H, m) , 3. 79 (3H, 
s), 5. 82 (1H, s) , 6. 82-6. 98 (4H, m) , 7. 29 (1 
15 H, dd, J = 7. 4, 8. 3Hz) , 7. 4 3-7. 47 (2H, m) , 8. 
12-8. 15 (1H, m) 
FAB-MS (m/e) : 346 [M+H] + 

nmm 1 4 
20 tt&mm 1037 yum 

^7XfW7-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-MeO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J=6. 7Hz), 0. 9 
6 (3H, d, J = 6. 7Hz), 1. 76-1. 85 (1H, m) , 3. 06 
25 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 54 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz), 3. 70 (3H, s), 6. 12 (1H, s), 6. 67-6. 70 
(1H, m) , 6. 92 (1H, d, J = 8. 2Hz) , 7. 06 (1H, t, 
J = 7. 5Hz), 7. 3 0-7. 40 (3H, m), 7. 50 (1H, dd, 
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J = 1 . 5, 7 . 5Hz), 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 46 [M+H] + 
^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-MeO-Ph ; n = 2) 
5 *HNMR (CDC1 3 ) 6:0. 92 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m), 2. 83 
-2. 93 (1H, m) , 3. 55 (2H, d, J = 6. 0Hz) , 3. 7 8 ( 
3H, s), 5. 92 (1H, s) , 6. 86-6. 90 (1H, m) , 6. 9 

4 (1H, d, J=8. 2Hz) , 6. 99 ( 1 H, t, J = 7. 5Hz) , 7 
10 . 2 6-7. 4 5 (4H, m) , 8. 14-8. 18 (1H, m) 

FAB-MS (m/e) : 346 [M + H] + 

mmmi 5 

fc&toM 1 0 4 0 CDgjS 
15 y77fl/tT-a (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-BnO-Ph ; n = 0) 
'HNMR (CDC 1 3 ) 5:0. 9 4 (3 H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 4 (1H, m) , 2. 43 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 

20 . 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 

8Hz), 5. 10 (2H, s) , 5. 59 (1H, s), 6. 60-6. 64 
(1H, m) , 7. 01 (2H, d, J = 8. 8Hz) , 7. 02-7. 12 ( 

2H, m) , 7. 35 (2H, d, J = 8. 8Hz), 7. 33-7. 49 (5 

H, m) , 7. 6 0-7. 6 4 (1H, m) 
25 FAB-MS (m/e) : 3 9 0 [M+H] + 

5?7^rV*?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 

; R 5 : 4-BnO-Ph ; n = 0 ) 
'HNMR (CDC 1 3 ) 6:0. 9 4 (3 H, d, J = 6. 8Hz), 0. 9 

4(3H, d, J = 6. 8Hz), 1. 95-2. 09 (1H, m) , 2. 83 
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-2. 91 (3H, m) , 5. 07 (2H, s) , 5. 69 (1H, s) , 6. 
79-6. 82 (1H, m) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 0 
9-7. 17 (2H, m) , 7. 26 (2H, d, J = 8. 8Hz) , 7. 30 
-7. 49 ( 5 H, m) , . 7 . 50-7. 52 ( 1 H, m) 
5 FAB-MS (m/e) : 3 9 0 [M+H] + 

mmm 1 6 

ik&VQMl 0 4 KDMit (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : 4-BnQ-Ph ; n= 1) 
10 : HNMR (CDC 1 3 ) 5:0. 90 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 7 5-1. 9 0 (1H, m) , 2. 58 
-2. 62 (1H, m) , 3. 04 ( 1 H, dd, 3=4. 8, 13. 0Hz) 
, 3. 50 (1H, dd, J = 7. 4, 13. 0Hz) , 5. 09 (2H, s) 
, 5. 28 (1H, s) , 6. 84 ( 1 H, d, J = 7. 9Hz) , 6. 99 ( 
15 2H, dd, J = 2. 0, 6. 7Hz) , 7. 25 (2H, dd, J = 2. 0, 
6. 7Hz) , 7. 3 0-7. 54 (7H, m) , 7. 95 ( 1 H, dd, J = 
1. 2, 7. 9Hz) 
FAB-MS (m/e) : 4 0 6 [M + H] + 

20 1 7 

jfr&jjfljl 0 4 2(Dmt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: OH ; R 5 : 4-BnO-Ph ; n=l) 

*HNMR (CDC 1 3 ) 6:1. 03 (3H, d, J = 6. 8Hz), 1. 1 
4 (3H, d, J = 6. 8Hz) , 1. 8 2- 1. 9 6 (1H, m) , 3. 08 
25 -3. 2 6 (2H, m) , 3. 44-3. 5 7 (1H, m) , 4. 21 (1H, 
s) , 5. 10 (2 H, s), 5. 19 (1H, s), 6. 84 (1H, d, J 
= 7. 7Hz), 7. 00 (2H, d, J = 8. 9Hz), 7. 31 (2H, d 
, J = 8. 9Hz), 7. 26-7. 56 (7H, m) , 7. 84-7. 94 ( 
1H, m) 
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FAB-MS (m/e) :42 2 [M + H] + 



PCT/JP01/11267 



mmm 1 8 

IbjMj 0 4 3CD^j§ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
5 : H ; R 5 : 4-BnQ-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 9-2. 0 0 (1H, m) , 2. 94 
-3. 01 (1H, m) , 3. 41 (1H, dd, J = 9. 1, 14. 3Hz) 
, 3. 49 (1H, dd, J = 3. 4, 14. 3Hz), 5. 08 (2H, s) 
10 , 5. 79 (1H, s), 6. 93-7. 00 (1H, m), 6. 99 (1H, 
d, J = 9. 0Hz) , 7. 25 (2H, d, J = 9. 0Hz) , 7. 32-7 
. 50 (7H, m), 8. 13-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 4 2 2 [M + H] + 

15 l»J 1 9 

y7X7W7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 3-Bn-P h ; n = 2) 
1 HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
20 7 (3H, d, J = 6. 9Hz) , 1. 74-1. 8 6 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 2, 4. 8, 11. 
5Hz), 5. 08 (2H, s), 5. 86 (1H, s), 6. 95-7. 00 
(2H, m) , 7. 05 (1H, d, J = l. 7Hz) , 7. 2 6-7. 4 6 ( 
25 8 H, m) , 8 . 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) :4 2 2 [M + H] + 
y77rW-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Bn-Ph ; n=2) 
*HNMR (CDC 1 3 ) <5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 04 (1H, m) , 2. 96 
(1H, ddd, J = 3. 8, 5. 8, 8. 7Hz) , 3. 43 (1H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 8, 14. 2H 
z), 5. 05 (2H, s) , 5. 82 (1H, s), 6. 89-6. 99 (4 
5 H, m), 7. 25-7. 50 (8H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) :42 2 [M+H] + 

MMM2 0 

it^mm 1 0 4 5 <DMm 

10 y7^T^-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2 -BnO-Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz), 0. 9 
5 (3H, d, J = 7. 0Hz), 1. 75-1. 86 (lH,m), 3. 04 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 

15 . 2, 14. 3Hz) , 3. 55 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz) , 4. 95 (1H, d, J = 12. 3Hz) , 5. 03 (1H, d, J 
= 12. 3Hz), 6. 25 (1H, s) , 6. 72-6. 76 (1H, m), 
6. 96 (1H, dd, J = l. 0, 8. 2Hz) , 7. 05-7. 13 (3H 
, m) , 7. 18-7. 29 (3H, m) , 7. 2 9-7. 3 9 (3H, m) , 

20 7. 5 7 (1H, dd, J = l. 3, 7. 5Hz) , 8. 12-8. 15 (1H 
, m) 

FAB-MS (m/e) :42 2 [M + H] + 
-tTTsy-VJr-V-h (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-BnO-Ph ; n=2) 
25 'HNMR (CDC 1 s ) <5:0. 85 (3H, d, J = 6. 8Hz), 0. 8 
8 (3H, d, J = 6. 8Hz), 1. 84-2. 00 (1H, m), 2. 85 
(1H, dd, J = 6. 4, 12. 8Hz) , 3. 52 (2H, d, J = 6. 4 
Hz) , 5. 01 (1H, d, J = 12. 0Hz) , 5. 06 (1H, d, J = 
12. 0Hz), 5. 98 (1H, s), 6. 87-6. 91 (1H, m) , 6 
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. 9 9-7. 04 (2H, m) , 7. 13-7. 17 (2H, m) , 7. 23- 
7. 32 (3H, m) , 7. 32-7. 37 (2H, m), 7. 38-7. 46 
(2H, m) , 8. 13-8. 17 (1H, m) 
FAB-MS (m/e) : 4 2 2 [M+H] + 

5 

mmm2 1 

{btlil 0 4 6CDMjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R 5 : 4-PhCH I CH , Q-Ph ; n=2) 
X HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
10 7 (3H, d. J = 6. 8Hz), 1. 70-1. 88 (1H, m), 3. 06 
(1H, dd, J = ll. 3, 14. 1Hz) , 3. 13 (2H, t, J = 7. 
0Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 1Hz) , 3. 50 (1 
H, ddd, J = 2, 2, 4. 9, 11. 3Hz) , 4. 22 (2H, t, J = 
7. 0Hz), 5. 79 (1H, s), 6. 71-6. 75 (1H, m) , 6. 
15 94 (1H, d, J = 8. 7Hz), 7. 20-7. 40 (9H, m) , 8. 1 
0-8. 15 (1H, m) 
FAB-MS (m/e) : 4.3 6 [M+H] + 

mmm 2 2 

20 fcjjM 1 0 4 7 OgjjB (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H;R 5 : 3-OH-3-Me-Bu;n=0) 

'HNMR (CD C 1 3 ) <5:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 33 (6H, s) , 1. 64-1. 75 
(lH.m), 2. 02 (1H, t, J = 6. 2Hz), 2. 43 (1H, dd 

25 , J = 10. 7, 13. 9Hz), 2. 89 (1H, dd, J = 2. 2, 13. 
9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 7Hz) , 4 
. 22 (1H, t, J = 6. 2Hz), 5. 59 (1H, s), 6. 59-6. 
63 (1H, m) , 6. 94 (2H, d, J = 8. 5Hz), 7. 03-7. 1 
2 (2H, m), 7. 35 (2H, d, J = 8. 5Hz), 7. 61-7. 64 
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(1H, m) 

FAB-MS (m/e) : 3 8 6 [M + H] + 

mmM2 3 
5 jt&mmi o 5 o<pgjfi 

mfVt^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

*HNMR (CDC1 3 ) 6:0. 91-0. 97 (9H, m) , 1. 50-1 
. 65 (3H, m) , 2. 42 (1H, dd, J = 10. 8, 13. 9Hz) , 
10 2. 8 9 (1H, dd, J = 2. 2, 13. 9Hz) , 3. 2 2-3. 3 6 (1 
H, m) , 3. 2 8-3. 3 8 (2H, m) , 4. 52 (2H, s) , 5. 62 
(1H, s) , 6. 5 2-6. 5 7 (1H, m) , 6. 94 (2H, d, J = 8 
. 8Hz) , 7. 00-7. 12 (2H, m) , 7. 38 (2H, d, J = 8. 
8Hz) , 7. 62-7. 65 (1H, m) 
15 FAB-MS (m/e) : 3 9 9 [M + H] + 

mfVtT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

2 HNMR (CDC 1 3 ) 6:0. 85-1. 00 (9H, m) , 1. 50-1 
. 65 (2H, m), 1. 90-2. 00 (1H, m), 2. 73-2. 89 ( 
20 3H, m) , 4. 5 0 (2H, s) , 5. 67 (1H, s) , 6. 72-6. 7 
3 (1H, m), 6. 90 (2H, d, J = 8. 7Hz), 7. 10-7. 15 
(2H, m) , 7. 28 (2H, d, J = 8. 7Hz) , 7. 5 0-7. 5 3 ( 
1H, m) 

FAB-MS (m/e) : 3 9 9 [M + H] + 

25 

fc&WM 10 5 1 (DMm 

^TXfVt^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-n-P rNHCOCH 2 0-Ph ; n=2) 
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'HNMR (CD C 1 3 ) (5:0. 94 (3 H, t, J = 7. 5Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 0. 98 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 65 (2H, m), 1. 74-1. 89 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 3, 14. 1Hz) , 3. 33 (1H, t, J = 6. 8 
5 Hz) , 3. 35 (1H, t, J = 6. 8Hz) , 3. 44 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 50 (1H, ddd, J-2. 3, 5. 4, 11 
. 3Hz) , 4. 53 (2H, s) , 5. 85 ( 1 H, s) , 6. 59 (1H, 
brs), 6. 69-6. 72 (1H, m), 6. 97 (1H, d, J = 8. 6 
Hz), 7. 35 (1H, d, J = 8. 6Hz), 7. 35-7. 41 (2H, 

10 m) , 8. 13-8. 16 (1H, m) 

FAB-MS (m/e) :43 1 [M+H] + 
y7Xrl/tT-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-n-P rNHCOCH 2 0-Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 94 (3 H, t, 3 = 7. 6Hz), 0. 9 
15 5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 51-1. 71 ( 2 H, m) , 1. 89-2. 00 ( 1 H, m) , 2. 97- 

3. 04 (1H, m), 3. 31 ( 1 H, t, J = 6. 9Hz), 3. 33 (1 
H, t, J = 6. 9Hz) , 3. 40-3. 5 0 (2H, m) , 4. 51 (2H 
, s), 5. 81 (1H, s ) , 6. 60 (1H, brs), 6. 91-6. 9 

20 6 (1H, m), 6. 93 (1H, d, J = 8. 7Hz), 7. 27 (1H, d 
, J = 8. 7Hz) , 7. 4 5-7. 5 2 (2H, m) , 8. 14-8. 19 ( 
1H, m) 

FAB-MS (m/e) : 431 [M + H] + 
25 t&M 2 5 

R&mm 1052 (omm. 

j ;77Tl/t?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 - n-P rNHCOCH 2 0-Ph ; n = 2) 
>HNMR (CDC 1 3) 6:0. 93 (3H, t, J = 7. 4Hz), 0. 9 
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9 (3H, d, J = 6. 8Hz) , 0. 99 (3H, d, J = 6. 8Hz) , 1 
. 52-1. 65 (2H, m) , 1. 75-1. 89 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 5, 14. 4Hz) , 3. 31 (1H, t, J = 6. 6 
Hz) , 3. 33 (1H, t, J = 6. 6Hz) , 3. 46 (1H, dd, J = 
5 2. 2, 14. 4Hz) , 3. 50 (1H, ddd, J = 2. 2, 5. 0, 1 1 
. 5Hz) , 4. 51 (3H, s) , 5. 91 (1H, s) , 6. 61 (1H, 
brs), 6. 69-6. 73 (1H, m) , 6. 87-6. 9 2 ( 1 H, m) 
, 7. 04 (1H, d, J =7. 9 Hz) , 7. 33-7. 43 (3H, m) , 
8. 13-8. 17 (1H, m) 
10 FAB-MS (m/e) : 431 [M+H] + 

y77fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-n-P rNHCOCH 2 0-Ph ; n=2) 

X HNMR (CDC 1 a ) <5:0. 92 (3H, t, J = 7. 4Hz) , 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
15 . 5 0-1. 6 5 (2H, m) , 1. 9 1-2. 0 3 ( 1 H, m) , 3. 0 1 ( 
1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 29 (1H, t, J = 
. 6. 4Hz) , 3. 32 (1H, t, J = 6. 4Hz) , 3. 42 (1H, dd 
, J = 8. 8, 14. 3Hz) , 3. 46 (1H, dd, J = 3. 6, 14. 3 
Hz), 4. 48 (3H, s), 5. 84 (1H, s), 6. 59 (1H, br 
20 s), 6. 85-6. 89 ( 1 H, m) , 6. 93 (1H, s), 6. 94 (1 
H, d, 3 = 7. 8Hz) , 7. 00 (1H, d, J = 7. 8Hz) , 7. 32 
(1H, t, J = 7. 8Hz) , 7. 46-7. 5 3 (2H, m) ,8. 15- 
8. 19 (1H, m) 
FAB-MS (m/e) : 43 1 [M+H] + 

25 

mm\2 6 

tt&mmi o 5 zomm 

^T^rl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-n-P rNHCOCH z O-Ph ; n = 2) 
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X HNMR (CDC 1 3 ) 6:0. 75 (3H, t, J = 7. 4Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
. 37-1. 5 2 (2H, m) , 1. 77-1. 85 ( 1 H, m) , 3. 02- 
3. 22 (2H, m) , 3. 49 ( 1 H, dd, J = 2. 2, 7. 2Hz) , 3 
5 . 56 (1H, m) , 4. 21 (1H, d, J = 14. 1Hz) , 4. 40 (1 
H, d, J = 14. 1Hz) , 6. 38 (1H, s) , 6. 6 5-6. 6 9 (1 
H, m) , 6. 69 (1H, brs) , 6. 83 (1H, d, J = 7. 6Hz) 
, 7. 17 (1H, t, J = 7. 6Hz) , 7. 3 4-7. 44 (3H, m) , 
7. 64 (1H, d, J = 7. 6Hz), 8. 10-8. 14 ( 1 H, m) 
10 FAB-MS (m/e) :43 1 [M + H] + 

i?T7fUf7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-n-P r NHCOCH 2 0-Ph ; n=2) 

: HNMR (CD C 1 3 ) (5:0. 77 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 00 (3H, d, J = 6. 8Hz) , 1 
15 . 30-1. 51 (2H. m) , 2. 03-2. 13 (1H, m) . 2. 75- 
2. 85 (1H, m) , 3. 08-3. 23 <2H, m) , 3. 59-3. 62 
<2H, m) , 4. 21 (1H, d, J = 14. 2Hz) , 4. 40 (1H, d 
, J = 14. 2Hz) , 6. 27 (1H, s) , 6. 7 3 -6. 7 6 (1H, m 
) , 6. 88 (1H, d, J = 7. 8Hz) , 6. 90 (1H, brs) , 7. 
20 17 (1H, t, J = 7. 8Hz), 7. 40 (1H, t, 1 = 1. 8Hz), 
7. 42-7. 49 (2H, m), 7. 67 (1H, d, J = 7. 8Hz), 8 
. 05-8. 09 (1H, m) 
FAB-MS (m/e) : 4 3 1 [M + H] + 

25 H»2 7 

ft&VBW 1 0 9 1 (09m 

^7XfI/t7-a (Ar iPhiR^HiR^H.-R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4 -Me -P h ; n= 2) 
X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 8 (1H, m) , 2. 41 
(3H, s) , 3. 04 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 

4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 4 5-3. 5 5 (1H, m 
) , 5. 87 (1H, s) , 6. 71-6. 74 (1H, m) , 7. 15 (1H 
5 , dd, J = l. 6, 7. 8Hz) , 7. 26 (1H, d, J = 7. 8Hz) , 

7. 35-7. 45 (3H, m), 8. 12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 6 4/3 6 6 [M+H] + 

j?7Xr^7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4-Me-Ph;n = 2) 
10 X HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 4Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 ( 1 H, m) , 2. 38 
(3H, s), 2. 95-3. 05 (1H, m) , 3. 40-3. 50 (2H, 

m) , 5. 9 9 (1H, s) , 6. 9 4 ( 1 H, m) , 7. 0 3 (1H, dd, 
J = l. 6, 7. 8Hz) , 7. 20 (1H, d, J = 7. 8Hz) , 7. 36 
15 (1H, d, J = l. 6Hz) , 7. 4 7-7. 5 0 (2H, m) , 8. 13- 

8 . 16 ( 1 H, m) 

FAB-MS (m/e) : 3 64/3 6 6 [M+H] + 

2 8 

20 ib-B-wj 1097 <pmm. 

x7Xfl/^7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-HO-4-Me -Ph ; n = 2) 

X HNMR (CDClg) 3:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (1H, m) , 2. 28 
25 (3H, s) , 3. 07 (1H, dd, J = 1 1. 3, 14. 3Hz) , 3. 4 
2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 4 6-3. 5 2 (1H, m 
), 5. 77 (1H, s), 6. 67-6. 87 (3H, m), 7. 16 (1H 
, d, J = 7. 6Hz) , 7. 3 6-7. 3 9 (2H, m) , 8. 11-8. 1 
4 (1H, m) 
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FAB-MS (m/e) : 3 4 6 [M+H] + 
J?7^f^-b (Ar :Ph;R l :H;R 2 :H;R 3 : i-Pr ;R 4 :H 
; R s : 3-HO-4-Me-Ph ; n=2) 

X HNMR (CDC1 3 ) (5:0. 94 (3H, d, J = 6. 8 Hz) , 0. 9 
5 8 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 0 3 (1H, m) , 2. 25 
(3H, s) , 2. 9 4-3. 0 2 (1H, m) , 3. 4 8- 3. 5 2 (2H, 
m), 5. 75 (1H, s) , 6. 74 (1H, d, J = l. 5Hz), 6. 8 
0 (1H, dd, J = l. 5, 7. 6Hz) , 6. 9 5-6. 9 8 (1H, m) 
, 7. 12 (1H, d, J = 7. 6Hz) , 7. 4 5-7. 48 (2H, m) , 
10 8 . 1 2 - 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 46 [M+H] + 

mmm2 9 

tt&mto 1 0 9 8 oWt 
15 y77fl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3 — PhCH20— 4— Me— Ph ; n=2) 
a HNMR (CD C 1 3 ) 5:0. 96 (3H, d, J = 6. 7Hz) , 0. 9 

6 (3H, d, J = 6. 7Hz), 1. 72-1. 85 ( 1 H, m) , 2. 32 
(3H, s) , 3. 07 (1H, dd, J = ll. 6, 14. 2Hz) , 3. 4 

20 2 (1H, dd, J = 2. 2, 14. 2Hz), 3. 47-3. 54 (1H, m 
) , 5. 06 (1H. d, J = 2. 8Hz) , 5. 06 ( 1 H, d, J = 2. 8 
Hz) , 5. 79 (1H, s) , 6. 74 (1H, dd, J = l. 9, 6. 9H 
z) , 6. 91-6. 94 (2H, m) , 7. 21 (1H, d, J = 7. 6Hz 
) , 7. 30-7. 43 ( 7 H, m) , 8. 12-8. 15 ( 1 H, m) 

25 FAB-MS (m/e) :43 6 [M + H] + 

mfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — P h CH 2 O- 4 -Me — P h ; n= 2) 
X HNMR (CDC 1 3 ) 5:0. 93 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 92-2. 01 (1H, m) , 2. 30 
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(3H, s) , 2. 92-2. 98 (1H, m) , 3. 39-3. 53 (2H, 
m), 5. 03 (2H, s), 5. 78 (1H, s), 6. 82-6. 90 (3 
H, m) , 7. 16 (1H, d, J = 7. 6Hz) , 7. 2 9-7. 4 9 (7H 
, m) , 8 . 1 2 - 8 . 1 5 ( 1 H, m) 
5 FAB-MS (m/e) : 4 3 6 [M + H] + 



tt&VllWl 0 9 9(Dmit (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R s : 3 -M e O- 4 -M e - P h ; n = 2) 
10 ! HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 7Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 94-2. 0 7 (1H, m) , 2. 03 
(3H, s), 2. 95-3. 02 (1H, m), 3. 41-3. 56 (2H, 
m) , 3. 77 (3H, s) , 5. 81 (1H, s) , 6. 7 9 -6. 8 2 (2 
H, m) , 6. 92-6. 95 (1H, m) , 7. 13 (1H, d, J = 7. 3 
15 Hz), 7. 45-7. 48 (2H, m) , 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M + H] + 

mmm 3 1 

jtSMLk 1 0 l<P8Bi (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
20 :H; R 5 : 3-v i ny 1 -4-Me-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 2 (1H, m) , 2. 36 
(3H, s), 2. 95-3. 05 (1H, m), 3. 40-3. 55 (2H, 

m) , 5. 28 (1H, dd, J = l. 3, 10. 9Hz) , 5. 59 (1H, 
25 dd. J = l. 3, 17. 4Hz) , 5. 81 (1H, s) , 6. 94 (1H, 

dd, J = 10. 9, 17. 4Hz) , 6. 9 0-7. 0 0 ( 1 H, m) , 7. 

09 (1H, dd, J = l. 9, 7. 8Hz) , 7. 13 (1H, d, J = 7. 

8Hz), 7. 45-7. 50 (2H, m) , 7. 65-7. 75 (1H, m) 

, 8. 14-8. 17 (1H, m) 



mm 3 0 
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FAB-MS (m/e) : 3 5 6 [M+H] + 
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mtfeM 3 2 

j£tMU 1 0 20Mm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3 - i P r Q- 4 -Me -P h ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 29 (3H, d, J = 6. 0Hz) , 1 
. 29 (3H, d, J = 6. 0Hz), 1. 95-2. 08 (1H, m) , 2. 
21 (3H, s), 2. 93-3. 02 (1H, m) , 3. 41-3. 54 (2 
10 H, m) , 4. 40-4. 5 0 (1H, m) , 5. 75 (1H, s) , 6. 78 
-6. 81 (2H,m), 6. 92-6. 9 4 (1H, m) , 7. 14 (1H, 
d, J = 7. 9Hz) , 7. 44-7. 47 (2H, m) , 8. 12-8. 15 
(1H, m) 

FAB-MS (m/e) : 3 8 8 [M+H] + 

15 

$mM3 3 

jk&mm 1106 (otm 

-JTXv-U^-ai (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 3— OH— 4-MeO — Ph ; n=2) 
20 'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 71-1. 82 ( 1 H, rn) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2. 2, 4. 8, 11. 

5Hz) , 3. 93 (3H, s) , 5. 76 (1H, s) , 6. 77 (1H, m 
25 ) , 6. 8 5-6. 9 0 (2H, m) , 7. 01 (1H, d, J = l. 9Hz) 

, 7. 35-7. 38 (2H, m), 8. 11-8. 14 (1H, m) 
FAB-MS (m/e) : 3 6 2 [M+H] + 

y7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R* : H 

; R s : 3-OH-4-MeO-Ph ; n=2) 
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*HNMR (CD C 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 93 
-3. 01 (1H, m) , 3. 38-3. 52 (2H, m) , 3. 90 (3H, 
s) , 5. 74 (1H, s) , 6. 73 (1H, dd, J = 2. 6, 8. 2Hz 
5 ) , 6. 83 (1H, d, J = 8. 2Hz) , 6. 9 4-6. 9 9 (2H, m) 
, 7. 44-7. 47 (2H, m) , 8. 11-8. 14 (1H, m) 
FAB-MS (m/e) : 3 6 2 [M+H] + 

mmm 3 4 
10 ih^mm 1107 (omm 

y7Xfl/t-7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 4 —OH— 3 — 1 - Ph ; n = 0) 

X HNMR (CDC 1 8 ) 5:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8 Hz) , 1. 53-1. 82 ( 1 H, m) , 2. 40 
15 (1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 00 (1H, ddd, J = 2. 2, 5. 0, 10. 
8Hz), 5. 60 (1H, s), 6. 58-6. 65 ( 1 H, m) , 6. 99 
(1H, d, J = 8. 2Hz), 7. 03-7. 16 (2H, m), 7. 28 ( 
1H, dd, J = l. 7, 8. 2Hz), 7. 61-7. 67 (1H, m), 7 
20 .7 7 (1H, d, J = l. 7Hz) 

FAB-MS (m/e) : 42 6 [M + H] + 
ztrX^U^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 4 -OH- 3- I - Ph ; n=0) 
l HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
25 5 (3H, d, J = 6. 7Hz), 1. 93-2. 04 (1H, m), 2. 76 
-2. 88 (3H, m) , 5. 65 (1H, s), 6. 76-6. 80 (1H, 
m) , 6. 94 (1H, d, J = 8. 4Hz) , 7. 12-7. 20 (2H, m 
) , 7. 17 (1H, dd, J = 2. 0, 8. 4Hz) , 7. 5 0-7. 5 4 ( 
1H, m), 7. 68 (1H, d, J = 2. 0Hz) 
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FAB-MS (m/e) :4 2 6 [M + H] + 
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mmmz 5 

tt&VuMl 1 0 8<Dmm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

5 :H; R 5 : 3- I -4-OH-Ph ; n=2) 

'HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz) , 1. 0 
1 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 ( 1 H, m) , 2. 92 
-3. 04 (1H, ra) , 3. 36-3. 50 (2H, m) , 5. 79 (1H, 
s) , 6. 9 0-7. 0 0 (1H, m) , 6. 95 (1H, d, J = 8. 3Hz 

10 ) , 7. 13 (1H, dd, J = l. 8, 8. 3Hz) , 7. 4 5-7. 5 2 ( 
2H, m) , 7. 67 (1H, d, J = l. 8Hz), 8. 12-8. 18 (1 
H, m) 

FAB-MS (m/e) :4 5 8 [M + H] + 

15 mmm 3 6 

tt&lfom 110 9 (DmM (Ar : P h ; R 1 : H ; R 2 : H ; R 8 : i-Pr ;R 4 
: H ; R 5 : 5—1—2 — OH — P h ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J =6. 9Hz), 1. 0 
0 (3H, d, J=6. 8Hz) , 1. 8 2-1. 94 (1H, m) , 3. 13 
20 (1H, dd, J = ll. 6, 14. 8Hz) , 3. 46 (1H, dd, J = 2 
. 0, 14. 8Hz), 3. 47-3. 58 (1H, m), 6. 08 (1H, s 
) , 6. 71 (1H, d, J = 8. 6Hz) , 7. 07-7. 13 (2H, m) 
, 7. 48-7. 59 (3H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) :4 5 7 [M + H] + 

25 

mfom 3 7 

jb&®m 1110 Q)Wk (A r : P h ; R 1 : H ; R 2 : H : R 3 : i - P r : R 4 
:H; R 5 : 2- I -5-OH-Ph ; n=2) 
*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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9 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m) , 4. 75 (1H, 
bs), 5. 77 (1H, s ) , 6. 60-6. 65 ( 1 H, m) , 6. 85- 
7. 00 (2H, m) , 7. 32 (1H, d, J = 8. 6Hz) , 7. 45-7 
5 . 52 (1H, m) , 7. 81 (1H, d, J = 8. 6Hz) , 8. 13-8. 
16 ( 1 H, m) 
FAB-MS (m/e) : 45 8 [M + H] + 

mmm3 8 
10 it&wM 1112 (Dmm 

^^f^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 : 3-Br-4-OMe-Ph;n=2) 

J HNMR (CDC 1 8 ) 6:0. 98 (3 H, d, J =6. 9 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 05 
15 (1H, dd, J = l 1. 3, 14. 1Hz), 3. 44 (1H, dd, J = 2 
. 3, 14. 1Hz) , 3. 4 6-3. 5 3 (1H, m) , 3. 94 (3H, s 
), 5. 85 (1H, s) , 6. 72-6. 76 (1H, m) , 6. 96 (1H 
, d, J = 8. 5Hz) , 7. 23 (1H, dd, J = 2. 1, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 45 (1H, d, J = 2. 1Hz) , 8 
20 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 8 0, 3 8 2 [M + H] + 
mfl/t7-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3-C1, 4-MeO-Ph ; n=2) 
l HNMR (CDC1 3 ) <5 : 0. 96 (3H, d, J=6. 8Hz) , 1. 0 
25 0 (3H, d, J = 6. 8Hz), 1. 90-2. 10 (1H. m) , 3. 00 
(1H, ddd, J = 3. 4, 5. 6, 9.'0Hz) , 3. 41 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 90 (1H, d, J 
= 8. 7Hz) , 6. 9 3-6. 9 7 (1H, m) , 7. 08 (1H, dd, J 
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= 1. 6, 8. 7Hz) , 7. 43 (1H, d, J = l. 6Hz) , 7. 48- 
7. 51 (2H, m), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 



5 mmms9 

fc&®M 1113 flDgjj 

v'TXx^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-B r-4-OMe-Ph ; n = 2) 
X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 73-1. 88 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49 (1H, ddd, 3 = 2. 3, 4. 9, 11. 
4Hz) , 3. 94 (3H, s) , 5. 85 (1H, s) , 6. 73-6. 77 
(1H, m) , 6. 94 (1H, d, J = 8. 5Hz) , 7. 28 (1H, dd 
15 , 3 = 2. 1, 8. 5Hz) , 7. 3 8-7. 4 2 (2H, m) , 7. 63 (1 
H, d, 3 = 2. 1Hz) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 4 2 4/4 2 6 [M+H] + 
v'T^xW-T-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-Br, 4-MeO-Ph ; n=2) 
20 *HNMR (CDC 1 3 ) 5:0. 9 6 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 89-2. 01 ( 1 H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 40 (1H, dd, 
J = 9. 0, 14. 3Hz)-, 3. 47 (1H, dd, J = 3. 5, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 87 (1H, d, J 
25 =8. 6Hz) , 6. 9 4-6. 9 8 (1H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 6Hz) , 7. 46-7. 54 (2H, m) , 7. 62 (1H, 
d, 3 = 2. 0Hz) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 4/4 2 6 [M + H] + 
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0 

ik&vm 1114 (omm 

yTXfl/t^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 4-OMe-3- I -Ph ; n=0) 
5 X HNMR (CDC 1 3 ) 6:0. 9 4 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 8 (1H, m) , 2. 40 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd, J = 2 
. 2, 13. 9Hz) , 3. 01 (1H, ddd, J = 2. 2, 5. 3, 10. 
8Hz), 3. 91 (3H, s), 5. 60 ( 1 H, s ) , 6. 59-6. 63 
10 (1H, m) , 6. 84 (1H, d, J = 8. 5Hz), 7. 06-7. 14 ( 
2H, m) , 7. 36 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 62-7 
. 66 (1H, m) , 7. 87 (1H, d, J = 2. 0Hz) 

FAB-MS (m/e) : 440 [M + H] + 
mfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
15 ; R 5 : 4-OM e — 3-1— Ph ; n = 0) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 92-2. 0 4 (1H, m) , 2. 75 
-2. 84 (1H, m), 2. 85-2. 92 (2H, m), 3. 89 (3H, 
s), 5. 65 (1H, s) , 6. 77-6. 80 ( 1 H, m) , 6. 79 (1 
20 H, d, J = 8. 5Hz) , 7. 10-7. 18 (2H, m) , 7. 22 (1H 
, dd, J = 2. 3, 8. 5Hz) , 7. 5 0-7. 5 4 (1H, m) , 7. 8 
2 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) : 44 0 [M + H] + 

25 ^6SM4 1 

foGQlM 1116 

y7XfW7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
;R 5 : 4-OMe-3-I-Ph;n=2) 
: HNMR (CDC1 3 ) <5 : 0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
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8 (3H, d, J = 6. 6Hz) , 1. 6 5- 1. 8 7 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 5Hz) , 3. 44 (1H. dd. J = 2 
. 3, 14. 5 Hz) , 3. 44-3. 52 (1H, m), 3. 92 (3H, s 
) , 5. 83 (1H, s) , 6. 73-6. 77 (1H, m) , 6. 86 (1H 
5 , d, J = 8. 5Hz) , 7. 32 (1H, dd, J = 2. 0, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 84 (1H, d, J = 2. 0Hz) , 8 
. 12-8. 16 (1H, m) 

FAB-MS (m/e) :47 2 [M+H] + 
'^T^fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
10 ;R B :3-I, 4-Me O-P h ; n= 2) 

l HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 88-2. 00 (1H, m) , 2. 99 
(1H, ddd, J = 3. 4, 5. 7, 9. 1Hz) , 3. 40 (1H, dd, 

J = 9. 1, 14. 4Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 4H 
15 z) , 3. 89 (1H, s) , 5. 77 ( 1 H, s) , 6. 79 ( 1 H, d, J 
= 8. 5Hz) , 6. 94-6. 97 (1H, m), 7. 14 (1H, dd, J 
= 2. 1, 8. 5Hz), 7. 48-7. 52 (2H, m), 7. 85 (1H, 
d, J = 2. 1Hz), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

20 

Mt&ffl 4 2 

jt&wn 1 1 7omm 

-/77T^"7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
;R 5 :2-I, 5 -Me O-P h ; n = 2) 
25 *HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 8 5 (1H, m) , 3. 06 
(1H, dd, J = ll. 4, 14. 4Hz), 3. 46 (1H, dd, J = l 

. 7, 14. 4Hz) , 3. 48-3. 54 (1H, m) , 3. 86 (3H, s 
), 5. 88 (1H, s), 6. 73-6. 76 (1H, m), 6. 82 (1H 
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, dd, J = l. 7, 7. 9Hz) , 6. 87 (1H, d, J = l. 7Hz) , 

7. 3 7-7. 42 (2H, m) , 7. 81 (1H, d, J = 7. 9Hz) , 8 
. 13-8. 17 (1H, m) 

FAB-MS (m/e) :4 7 2 [M+H] + 
5 v^xl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :2-I, 5 -Me O-P h ; n = 2) 

l HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 38-3. 51 (2H, m) , 3. 83 (3H, 
10 s) , 5. 84 (1H, s) , 6. 69 ( 1 H, dd, J=l. 9, 8. 2Hz 
), 6. 84 (1H, d, J = l. 9Hz), 6. 91-6. 95 (1H, m) 
, 7. 46-7. 53 (2H, m) , 7. 75 (1H, d, J = 8. 2Hz), 

8. 14-8. 18 (1H, m) 
FAB-MS (m/e) :4 7 2 [M + H] + 

15 

mMM4 3 

fc&mm 1 1 somm 

v'TT.xW'T-a (AriPhjR'iHiR^HiR 3 : i-Pr ;R 4 :H 

; R 5 : 5-1-2 -MeO-Ph ; n = 2) 
20 'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6 . 7 H z ) , 1. 75-1. 89 ( 1 H, m) , 3. 02 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 46 (1H, dd, J = 2 

. 3, 14. 3Hz) , 3. 48-3. 5 4 ( 1 H, m) , 3. 65 (3H, s 

), 6. 08 (1H, s), 6. 65-6. 69 ( 1 H, m) , 6. 67 (1H 
25 , d, J = 8. 6Hz) , 7. 3 3-7. 4 2 (2H, m) , 7. 63 (1H, 

dd, J = 2. 3, 8. 6Hz) , 7. 82 (1H, d, J = 2. 3Hz) , 8 

. 11-8. 16 (1H, m) 

FAB-MS (m/e) :47 2 [M + H] + 

S^r^xW-T-b (Ar : Ph ; R 1 :H; R 2 : H ; R 3 : i-Pr ; R 4 : H 
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; R 5 : 5-1-2 -MeO-Ph;n=2) 

l HNMR (CDC 1 3 ) 5:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
6 (3H, d, J = 6. 8Hz), 1. 88-2. 02 (1H, m) , 2. 80 
-2. 90 (1H, m) , 3. 52 (2H, d, J = 6. 4Hz) , 3. 72 ( 
5 3H, s) , 5. 92 (1H, s) , 6. 70 (1H, d, J = 8. 5Hz) , 
6. 79-6. 84 (1H, m) , 7. 39-7. 50 (2H, m) , 7. 56 
-7. 66 <2H, m) , 8. 12-8. 16 ( 1 H, m) 
FAB-MS (m/e) :47 1 [M+H] + 

10 MMM4 4 

tt&QsWl 1 1 9<Dgm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3— I— 4 — EtO — Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J=6. 5Hz), I. 0 
2 (3H, d, J = 6. 5Hz) , 1. 48 (3H, t, J = 6. 9Hz) , 1 

15 . 90-2. 05 (1H, m), 2. 92-3. 08 ( 1 H, m) , 3. 3 5- 
3. 50 (2H, m) , 4. 09 (2H, q, J = 6. 9Hz) , 5. 79 (1 
H, s) , 6. 76 (1H, d, J = 8. 1Hz), 6. 94-6. 9 7 (1H 
, m) , 7. 13 (1H, dd, J=4. 9, 8. 1Hz) , 7. 45-7. 5 
5 (2H, m) , 7. 84 (1H, d, J=4. 9Hz) , 8. 13-8. 18 

20 (1H, ra) 

FAB-MS (m/e) : 486 [M + H] + 

nmm* 5 

tt&WVL 1 2 OCDjgjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
25 :H; R s : 3 - I - 4 - i P r O- P h ; n= 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 7. 0Hz) , 1. 0 
0 (3H, d, J = 6. 5Hz) , 1. 40 (3H, d, J = 5. 8Hz) , 1 
. 40 (3H, d, J = 5. 8Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 
9 0-3. 0 5 (1H, m) , 3. 35-3. 51 (2H, m) , 4. 50-4 
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. 62 (1H, m) , 5. 76 (1H, s) , 6. 78 (1H, d, J = 7. 9 
Hz), 6. 93-6. 96 ( 1 H, m) , 7. 11 (1H, dd, J = l. 9 

, 7. 9Hz) , 7. 4 5-7. 5 2 (2H, m) , 7. 84 ( 1 H, d, J = 
1. 9Hz), 8. 13-8. 16 (1H, m) 
5 FAB-MS (m/e) : 5 0 0 [M+H] + 

HMJ4 6 

ft&QlMl 1 2 lomt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H; R 5 : 3- I -4-nP rO-Ph ; n= 2) 

10 *HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 6Hz) , 1. 10 (3H, t, J = 7 . 4Hz) , 1 
. 80-2. 0 0 (3H, m) , 2. 95-3. 04 (1H, m) , 3. 35- 
3. 50 (2H, m), 3. 98 (2H, t, J = 6. 3Hz), 5. 76 (1 
H, s) , 6. 75 (1H, d, J = 8. 5Hz) , 6. 9 3-6. 9 6 (1H 

15 ,m), 7. 11 (1H, dd, J = 2. 0, 8. 5Hz), 7. 47-7. 5 
0 (2H, m), 7. 83 (1H, d, J = 2. 2Hz), 8. 13-8. 16 
(1H, m) 

FAB-MS (m/e) : 5 0 0 [M+H] + 
20 m&M4 7 

fc-a-tlfij 112 2 (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 

:H; R 5 : 3- I -4-nBuO-Ph ; n = 2) 

X HNMR (CDC 1 8 ) 6:0. 95-1. 02 (9H, m), 1. 50-1 
. 70 (2H, m), 1. 90-2. 00 (1H, m), 2. 95-3. 05 ( 
25 1H, m), 3. 40-3. 50 (2H, m), 4. 02 (2H, t, J = 6. 
3Hz) , 5. 78 (1H, s) , 6. 73 (1H, d, J = 8. 4Hz) , 6 
. 9 2-6. 9 9 (1H, m) , 7. 12 (1H, dd, J = 2. 0, 8. 4H 
z) , 7. 4 5-7. 5 2 (2H, m) , 7. 83 (1H, d, J=2. 0Hz 
), 8. 14-8. 17 (1H, m) 
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FAB-MS (m/e) : 5 1 4 [M+H] + 



PCT/JP01/11267 



mMM4 8 

tt&mn 1 2 3cDjtjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3-1-4- (2-Me) PrO-Ph;n=2) 

X HNMR (CDC 1 3 ) 6:0. 95-1. 02 (9H, m) , 1. 30-1 
. 36 (3H, m) , 1. 75-1. 85 (2H,m), 1. 90-2. 05 ( 
1H, m), 2. 95-3. 05 ( 1 H, m) , 3. 38-3. 50 (2H, m 
) , 4. 3 0-4. 4 0 (1H, m) , 5. 78 (1H, s) , 6. 75 (1H 
10 , d, J = 8. 3Hz), 6. 97-6. 99 (1H, m) , 7. 12 (1H, 
dd. J = 2. 0, 8. 3Hz) , 7. 4 8-7. 5 3 (2H, m) , 7. 83 
(1H, d, J = 2. 0Hz), 8. 14-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 5 14 [M+H] + 

15 MUM 4 9 

it^mmi 1 2 4<Pttffi (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H;R 5 :3-I, 4-PhCH , Q-Ph ; n = 2) 

*HNMR (CDC1 3 ) <5:0. 9 6 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 86-2. 00 (1H, m), 2. 99 

20 (1H, ddd, J = 3. 4, 5. 7, 9. 4Hz) , 3. 39 (1H, dd, 
J = 9. 4, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 5. 16 (2H, s) , 5. 77 (1H, s) , 6. 82 (1H, d, J 
= 8. 7Hz), 6. 93-6. 97 (1H, m), 7. 12 (1H, dd, J 
= 2. 0, 8. 7Hz) , 7. 3 0-7. 44 (3H, m) , 7. 46-7. 5 

25 2 (4H, m), 7. 87 (1H, d, J = 2. 0Hz), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 54 8 [M+H] + 



■MM 5 0 
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it^Ml 1 2 5 omit (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R 5 :3-Br, 4 - P h CH , CH , Q- P h ; n = 2) 

2 HNMR (CDC 1 8 > <5:0. 9 7 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 7 (1H, m) , 3. 04 
5 (1H, dd, J = ll. 4, 14. 5Hz) , 3. 41 (2H, t, J = 6. 
8Hz) , 3. 43 (1H, dd, 3 = 2. 3, 14. 5Hz) , 3. 48 (1 
H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 25 (2H, t, J = 
6. 8Hz) , 5. 83 (1H, s) , 6. 7 0-6. 7 4 (1H, m) , 6. 
88 (1H, d, J = 8. 5Hz) , 7. 2 0-7. 4 3 (8H, m) , 7. 6 
10 1 (1H, d, J = 2. 1Hz) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 5 1 4, 5 16 [M + H] + 

mmms 1 

tt&ltBMl 1 2 60)mm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
15 :H;R 5 :3-C1, 4 - P h CH , CH , Q- P h ; n= 2) 

: HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8 Hz) , 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 8 4 (1H, m) , 3. 04 
(1H, dd, J = ll. 4, 14. 1Hz) , 3. 18 (2H, t, J = 6. 

9Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 1Hz) , 3. 48 (1 
20 H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 26 (2H, t, J = 

6. 9Hz), 5. 83 (1H, s), 6. 70-6. 74 (1H, m), 6. 

92 (1H, d, J = 8. 5Hz) , 7. 17 (1H, dd, 3 = 2. 1, 8. 

5Hz) , 7. 2 3-7. 4 3 (7H, m) , 7. 44 (1H, d, J = 2. 1 

Hz), 8. 12-8. 15 (1H, m) 
25 FAB-MS (m/e) : 4 7 0/4 7 2 [M + H] + 

mm® 5 2 

jt&WMl 1 2 7<DMm. (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H;R 5 :4-OMe-3-Ph-Ph;n = 2) 
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: HNMR (CDClj) 5:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 0 -2. 0 3 (1H, m) , 3. 02 
(1H, ddd, J = 3. 3, 5. 7, 9. 2Hz) , 3. 44 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 3, 14. 3H 
5 z) , 3. 83 (3H, s) , 5. 84 (1H, s) , 7. 2 2- 7. 2 6 (1 
H, m), 7. 28-7. 3 4 (2 H, m) , 7. 36-7. 42 (2H, m) 
, 7. 46-7. 5 4 (4 H, m) , 8. 14-8. 18 ( 1 H, m) 
FAB-MS (m/e) :4 2 2 [M+H] + 

io nmm 5 3 

ft&tiltol 1 2 8<PgiB (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R 5 : 4-QMe- 3 (2-pyi idyl) -Ph;n = 2) 

! HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 99 
15 (1H, ddd, J = 3. 6, 5. 6, 8. 7Hz) , 3. 45 ( 1 H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 ( 1 H, dd, J = 3. 6, 14. 2H 
z), 3. 88 (3H, s), 5. 87 (1H, s), 6. 99-7. 04 (1 
H, m), 7. 01 (1H, d, J = 8. 5Hz), 7. 18-7. 23 (1H 
,m), 7. 24-7. 29 ( 1 H, m) , 7. 44-7. 49 (2H, m) , 
20 7. 67-7. 74 (1H, m), 7. 81 (1H, d, J = l. 8Hz), 7 
. 83 (1H, dd, J = l. 8, 8. 5Hz), 8. 12-8. 16 (1H, 
m) , 8 . 6 6 - 8 . 6 9 ( 1 H, m) 
FAB-MS (m/e) :42 3 [M+H] + 

25 MMM 5 4 

ik&mmi 1 2 9<Pgj5 (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 
: H ; R 5 : 4-QMe -3 (3-pyridyl) -Ph ; n = 2) 

*HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 (1H, m) , 3. 05 
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(1H, ddd, J = 3. 3, 5. 7, 9. 1Hz) , 3. 45 (1H, dd, 
J = 9. 1, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 84 (3H, s) , 5. 85 (1H, s) , 7. 00 (1H, dd, 
J = l. 9, 7. 3Hz) , 7. 01-7. 07 (1H, m) , 7. 25-7. 
5 3 4 (3H, m) , 7. 46-7. 5 2 (2H, m) , 7. 8 2-7. 8 7 (1 
H, m) , 8. 16-8. 20 (1H, m) , 8. 53 (1H, d, J=4. 8 
Hz), 8. 76 (1H, s) 
FAB-MS (m/e) :4 2 3 [M + H] + 

io 5 5 

jt&mn 1 3 0(DM& (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R s : 4-OMe — 3 (4-pyridyl) -Ph ; n = 2) 

'HNMR (CDC 1 3 ) 3:0. 97 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 4Hz) , 1. 8 7-2. 0 0 (1H, m) , 3. 06 

15 (1H, ddd, J = 3. 4, 5. 7, 9. 2Hz) , 3. 40 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z) , 3. 85 (3H, s) , 5. 85 (1H, s) , 6. 9 8-7. 0 6 (2 
H, m) , 7. 2 8-7. 3 3 (2H, m) , 7. 46 (2H, dd, J = l. 
7, 4. 5Hz), 7. 49-7. 52 (2H, m), 8. 16-8. 21 (1 

20 H,m), 8. 60 (2H, dd, J = l. 7, 4. 5Hz) 
FAB-MS (m/e) :42 3 [M+H] + 

mmw 5 6 

fc^mW 113 1 (DjSBa (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
25 :H; R 5 : 3 - COQM e - 4 -M e O- P h ; n = 2 ) 

X HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 94 
-3. 04 (1H, m) , 3. 40-3. 5 0 (2H, m) , 3. 87 (3H, 
s), 3. 92 (3H, s), 5. 82 (1H, s), 6. 90-7. 00 (2 
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H, m) , 7. 4 5-7. 52 (2H, m) , 7. 6 5-7. 8 0 (2H, m) 
, 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 4 0 4 [M + H] + 

5 mmm 5 7 

ik&VlMl 1 3 6QSi§ (Ar iPhjR^HjR^HjR 3 : i-Pr;R 4 
:H; R 5 : 3-CQhydroxyindolyl -4-MeO-Ph ; n = 
2) 

^NMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz) , 1. 0 
10 0 (3H, d, J = 6. 6Hz), 1. 85-2. 00 (1H, m), 3. 05 
-3. 25 (3H, m) . 3. 35-3. 50 (4H, m) , 3. 85 (3H, 
s) , 5. 79 (1H, s) , 6. 90-7. 25 (7H, m), 7. 40-7 
. 55 (2H, m) , 8. 10-8. 20 (1H, m) , 8. 25-8. 35 ( 
1H, m) 

15 FAB-MS (m/e) : 491 [M + H] + 
W5 8 

it&mm 1 3 7(DMt£ (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 
: H ; R 5 : 4-PhCQQ-Ph ; n = 2) 

20 X HNMR (CDC1 3 ) 6:0. 97 (3H, d, J = 6. 5Hz), 1. 0 
1 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 35-3. 50 (2H, m), 5. 88 (1H, 
s), 6. 96-7. 00 ( 1 H, m) , 7. 20-7. 32 (2H, m) , 7 
. 4 5-7. 5 6 (4H, m) , 7. 6 2-7. 7 0 (1H, m) , 7. 92 ( 

25 1H, s), 8. 15-8. 18 (1H, m), 8. 27 (2H, d. J=8. 
6Hz) 

FAB-MS (m/e) : 5 6 2 [M+H] + 



MMM5 9 
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JfrfrftflU 1 3 9<DM& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H; R 5 :4- (4-N3) -PhCOO-Ph; n = 2) 

'HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz) , 1. 0 
1 (3H, d, J = 6. 6Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
5 -3. 05 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 5. 88 ( 1 H, 
s) , 6. 9 7-7. 0 0 (1H, m) , 7. 17 (2H, d, J = 8. 3Hz 
) , 7. 23 (1H, d, J = 8. 3Hz) , 7. 31 ( 1 H, dd, J = l. 
9, 8. 3Hz) , 7. 4 8-7. 5 5 (2H, m) , 7. 92 (1H, d, J 
= 1. 9Hz) , 8. 15-8. 18 (1H, m) , 8. 26 (2H, d. J = 
10 8. 3Hz) 

FAB-MS (m/e) : 6 0 3 [M+H] + 

mmm6 0 

jbsmw 1146 <pm.it 

15 ->7XrW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-1, 4-nP r NHCOCH20-Ph ; n=0) 

X HNMR (CDC1 3 ) 5:0. 94 (3H, d, J = 6. 6Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 00 (3H, t, J = 7. 4Hz) , 1 
. 5 5-1. 7 4 (3H, m) , 2. 49 (1H, dd, J = 10. 8, 13. 

20 9Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 9Hz), 3. 01 (1 
H, ddd. J = 2. 2, 5. 1, 10. 8Hz), 3. 3 5-3. 42 (2H 
, m) , 4. 54 (2H, s) , 5. 64 (1H, s) , 6. 5 4-6. 5 8 ( 
1H, m) , 6. 80 (1H, d, J = 8. 4Hz) , 7. 00-7. 15 (2 
H, m) , 7. 40 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 63-7. 

25 66 (1H, m), 7. 88 (1H, d, J = 2. 0Hz) 
FAB-MS (m/e) : 5 2 5 [M+H] + 
^7Xfm-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-1, 4 - n P r NHCOCH 2 O-P h ; n= 0) 
*HNMR (CDC 1 3 ) 6:0. 90-1. 0 5 (9H, m) , 1. 55-1 
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. 70 (2H, m) , 1. 7 2- 1. 8 5 (3H, m) , 1. 9 0-2. 0 0 ( 
1H, m) , 3. 3 5-3. 4 0 (2H, m) , 4. 52 (2H, s) , 5. 6 
6 (1H, s) , 6. 70-6. 80 (2H. m) , 6. 95-7. 05 (1H 
, m) , 7. 0 6-7. 15 (2H, m) , 7. 4 8-7. 5 2 (1H, m) , 
5 7. 8 3 (1H, d, J = 2. 2Hz) 

FAB-MS (m/e) : 5 2 5 [M + H] + 

ik£WM 114 7 <omt 

10 mfUtT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4-n-P rNHCOCH 2 0-Ph ; n = 2) 

X HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz), 1 
. 50-1. 70 ( 2 H, m) , 1. 70-1. 85 ( 1 H, m) , 3. 05 ( 

15 1H, dd, J = ll. 8, 14. 7Hz) , 3. 38 (1H, t, J = 6. 5 
Hz) , 3. 40 (1H, t, J = 6. 5Hz) , 3. 4 2-3. 5 2 (2H, 
m) , 4. 56 (2H, s) , 5. 88 (1H, s) , 6. 7 0-6. 7 3 (1 
H, m) , 6. 82 (1H, d, J = 8. 5Hz) , 7. 02 (1H, brs) 
, 7. 37 (1H, dd, J = 2. 1, 8. 5Hz), 7. 3 7-7. 4 3 (2 

20 H, m), 7. 85 (1H, d, J = 2. 1Hz), 8. 13-8. 17 (1H 
, m) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
•TOfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4 - n - P r NHCO CH 2 0- P h ; n = 2) 
25 'HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 70 (2H, m), 1. 90-1. 9 4 (1H, m) , 2. 98- 
3. 05 (1H, m) , 3. 3 0-3. 4 9 (4H, m) , 4. 52 (1H, s 
) , 5. 79 (2H, s) , 6. 75 (1H, d, J = 8. 3Hz) , 6. 93 
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-7. 00 (1H, m) , 7. 01 (1H, brs) , 7. 18 (1H, dd, 
J = l. 9, 8. 3Hz) , 7. 4 8-7. 5 5 (2H, m) , 7. 83 (1H 
, d, J = l. 9Hz), 8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 5 5 7 [M+H] + 

5 

MMM 6 2 

tt&mm H48 comm. 

i?77,y-V*~?-& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :2-I, 5 - n -P r NHCOCH 2 0-P h ; n = 2) 

10 X HNMR (CDClg) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 69 (2H, m) , 1. 71-1. 86 (1H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 7Hz) , 3. 36 (1H, t, J = 6. 9 
Hz) , 3. 38 (1H, t, J = 6. 9Hz) , 3. 4 5-3. 5 0 (1H, 

15 m) , 3. 47 (1H, dd, J = 2. 4, 14. 7Hz) , 4. 51 (2H, 
s), 5. 94 (1H, s), 6. 68-6. 72 (1H, m) , 6. 82 (1 
H, dd, J = l. 8, 8. 0Hz) , 6. 95 (1H, d, J = l. 8Hz) 
, 7. 04 (1H, brs), 7. 36-7. 46 (2H, m) , 7. 79 (1 
H, d, J = 8. OHz) , 8. 14-8. 18 (1H, m) 

20 FAB-MS (m/e) : 5 5 7 [M + H] + 

^7XfVt?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -F r ; R 4 : H 
;R 5 :2-I, 5 - n -P r NHCOCH 2 0-P h ; n= 2) 

1 HNMR (CDC1 3 ) 5:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 8Hz) , 1 

25 • 55-1. 65 (2H, m), 1. 87-2. 00 (1H, m), 3. 3 1- 
3. 45 (3H, m) , 4. 43 (1H, d, J = 13. 9Hz) , 4. 46 ( 
1H, d, J = 13. 9Hz) , 5. 82 (1H, s) , 6. 70 (1H, dd 
, J = l. 3, 8. 2Hz) , 6. 82 (1H, d, J = l. 3Hz) , 6. 9 
5-7. 02 (1H, m), 7. 03 (1H, brs), 7. 49-7. 54 ( 
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2H, m) , 7. 73 (1H, d, J = 8. 2Hz) , 8. 16-8. 20 (1 
H, m) 

FAB-MS (m/e) : 5 5 7 [M+H] + 

5 mmme3 

fc&toMl 1 4 9 CDgjS (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R s : 5— I— 2— n — Pr NHCOCH^O-Ph ; n=2) 

'HNMR (CDC 1 3 ) 6:0. 75 (3H, t, J = 7. 4Hz), 1. 0 
0 (3H, d, J=6. 7Hz) , 1. 0 0 (3H, d, J = 6. 7Hz), 1 

10 . 32-1. 47 (2H,m), 1. 77-1. 89 (1H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 8Hz) , 3. 0 5-3. 2 0 (2H, m) 
, 3. 51 (1H, dd, J = 2. 2, 14. 8Hz) , 3. 4 8-3. 5 8 ( 
1H, m) , 4. 16 (1H, d, J = 14. 0Hz) , 4. 34 (1H, d, 
J = 14. 0Hz), 6. 35 (1H, s) , 6. 56-6. 64 (1H, m) 

15 , 6. 60 (1H, d, J = 8. 5Hz), 6. 66-6. 69 (1H, m), 
7. 3 7-7. 46 (2H, m) , 7. 66 (1H, dd, J = l. 9, 8. 5 
Hz) , 7. 93 (1H, d, J = l. 9Hz) , 8. 10-8. 14 (1H, 
m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

20 

$mwQ 4 

tt&vsm lisp (Dnm 

mfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3 - CH 2 OH— 4 — OMe — P h ; n= 2) 
25 *HNMR (CDC1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 7 0-1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 4Hz) , 3. 45-3. 4 9 (1H, m) , 3. 91 (3H, s 
) , 4. 71 (2H, s) , 5. 81 (1H, s) , 6. 7 3-6. 7 6 (1H 
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, m) , 6. 93 (1H, d, J = 8. 3Hz) , 7. 2 7-7. 3 9 (4H, 
m) , 8 . 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
y77rW-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
5 ; R 5 : 3 — CH20H— 4— MeO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J =6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 90-2. 00 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 3 8-3. 5 2 (2H, m) , 3. 88 (3H, 
s) , 4. 68 (2H, s) , 5. 79 (1H, s) , 6. 88 (1H, d, J 
10 =8. 3Hz) , 6. 9 3-6. 9 6 (1H, m) , 7. 18 (1H, dd, J 
= 2. 0, 8. 3Hz) , 7. 29 (1H, d, J = 2. 0Hz) , 7. 45- 
7. 48 (2H, m) , 8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 



15 mmm 6 5 

it&mMl 1 5 lCPgjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R s :3-(1, 2-d i hydr oxye t hy 1) -4-Me-Ph 
1 n=2) 

X HNMR (CDC 1 3 ) 6:0. 92-0. 98 (6H, m) , 1. 85-1 
20 - 95 (1H, m), 3. 00-3. 10 (1H, m) , 3. 35-3. 50 ( 
2H,m), 3. 60-3. 7 0 ( 1 H, m) , 3. 75-3. 8 5 ( 1 H, m 
) , 3. 85 (3H, s), 5. 00-5. 08 (1H, m), 5. 78 (1H 
, s) , 6. 86 (1H, dd, J = l. 5, 9. 1) , 6. 9 5-7. 0 2 ( 
1H, m) , 7. 12-7. 23 (1H, m), 7. 45-7. 5 5 (3H, m 
25 ) , 8. 1 5-8. 1 8 (1H, m) 

FAB-MS (m/e) :4 0 6 [M+H] + 



1116 6 



jtGMLk 1 5 2g)§gag (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
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:H; R s : 3-CH2QMe -4-MeO-Ph ; n = 2) 

'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 04 (1H, m), 3. 41 (3H, s) , 3. 45-3. 52 (2H, 
5 m), 3. 85 (3H, s) , 4. 49 (2H, s), 5. 79 ( 1 H, s), 
6. 86 (1H, d, J = 8. 5Hz), 6. 90-6. 95 (1H, m) , 7 
. 17 (1H, dd, J=2. 0, 8. 5Hz), 7. 37 (1H, d, J = 2 
. 0Hz), 7. 44-7. 47 (2H, m) , 8. 12-8. 15 (1H, m 
) 

10 FAB-MS (m/e) : 3 9 0 [M + H] + 

mmme 7 

jk&mH 1 5 3<DMm (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 

:H; R 5 : 3-CH2NHSQ2Me-4-MeO-Ph;n=2) 
15 1 HNMR (CD CI 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 1. 0 

0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 79 
(3H, s) , 3. 02-3. 12 ( 1 H, m) , 3. 35-3. 50 (2H, 

m) , 3. 88 (3H, s) , 4. 2 7-4. 3 0 (2H, m) , 4. 91-4 

. 9 2 (1H, m) , 5. 7 7 ( 1 H, s) , 6. 8 8 (1H, d, J = 8. 5 
20 Hz), 6. 97-7. 00 (1H, m) , 7. 16 (1H, dd, J = 2. 0 

, 8. 5Hz) , 7. 21-7. 26 (1H, m) , 7. 48-7. 51 (2H 

, m) , 8 . 1 6 - 8 . 1 9 ( 1 H, m) 
FAB-MS (m/e) : 4 5 3 [M+H] + 

25 6 8 

it^mm 115 4ff>ggjj (A r :Ph;R':H;R 2 :H;R 3 : i - P r ; R 4 
:H; R 5 : 3-CH2NMeSQ2Me-4-MeQ-Ph;n=2) 

J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 79 
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(3H, s), 2. 81 (3H, s), 3. 02-3. 10 (1H, m), 3. 

32-3. 49 (2H, m), 3. 84 (3H, s), 4. 36 (2H, s), 

5. 76 (1H, s) , 6. 86 (1H, d, J = 8. 5Hz) , 6. 98-7 

. 04 (1H, m) , 7. 12 (1H, dd, J = 2. 3, 8. 5Hz) , 7. 
5 3 5 (1H, d, J = 2. 3Hz) , 7. 4 7-7. 5 2 (2H, m) , 8. 1 
5-8. 19 (1H, m) 
FAB-MS (m/e) : 46 7 [M+H] + 

6 9 

10 Jfr&ttm 1 5 5Q§Sj£ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 3- (4-CH2 0H) Ph-4-MeO-Ph ; n=2) 
'HNMR (CDC 1 ,) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 00 (1H, m), 3. 00 
-3. 08 (1H, m) , 3. 4 0-3. 5 5 (2H, m) , 3. 83 (3H, 

15 s) , 4. 72 (2H, s) , 5. 83 (l.H, s), 6. 95-7. 05 (2. 
H, m) , 7. 22-7. 30 ( 2 H, m) , 7. 36-7. 60 ( 6 H, m) 
,8. 14-8. 17(1 H, m) 
FAB-MS (m/e) : 4 5 2 [M+H] + 

20 H»J 7 0 

it^mmi 1 5 6<Pgjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3-MeSQ2N (Me) CH2-4-Me-Ph ; n = 2) 
*HNMR (CDC 1 8 ) (5:0. 9 5 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 01 (1H, m), 2. 39 
25 (3H, s) , 2. 6 6 (3H, s) , 2. 8 1 (H, S) , 3. 0 5 (1H, 

m) , 3. 4 0-3. 5 5 (2H, m) , 4. 21 (1H, d, J = 14. OH 
z) , 4. 31 (1H, d, J = 14. 0Hz) , 5. 79 (1H, s) , 6. 
95-6. 98 (1H, m), 7. 10 (1H, s), 7. 19-7. 20 (2 
H. m) , 7. 48-7. 51 ( 2 H, m) , 8. 16-8. 19 (1H, m) 
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FAB-MS (m/e) : 4 5 1 [M+H] + 



PCT/JP01/11267 



mmM7 1 

tt&mWl 1 6 KPgft (Ar : 7-HO-Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr ;R 4 :H; R s : Ph ; n=0) 

l HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 5-1. 7 5 (1H, m) , 2. 48 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 83 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 0 0-3. 0 8 (1H, m) , 5. 64 (1H, s 
10 ) , 6. 03 (1H, d, J = 2. 6Hz) , 6. 56 (1H, dd, J = 2. 
6, 8. 3Hz), 7. 24-7. 48 (5H, m) , 7. 50 (1H, d, J 
= 8. 3Hz) 
FAB-MS (m/e) : 3 0 0 [M + H] + 

15 mmm 1 2 

ft^Wll 1 6 2<Pgifi {Z-^V^uMJV-l b^y-5-7i^- 2 
, 3, 4, 5-Th7bh'P-lH-U 6 , 4 -l^/^T-V M>- 1 , 1- 

*3MW-HJ£A (1. 7 5g, 4 3. 9mmol) §2-tHD+y-4- 
20 ^b^M>l/7x;> (5. OOg, 21. 9mraol) Oy^fWMT 
(2 0. 0ml) *ttfclJ>r?<DiQ*., 0#iftin,fc. 3?*^;^ 

^^WMn7-f (3. 13g, 2 5. 2mmol) &jja&* 6 OCT 

-iftua^ufc. B*x^;vT2iHi8iwLfc. mmm%2 

25 JtS^Ufc^kkT, ^tf^/ffRx^fc (8 0/2 0) fcJMKltrS;&7 
i^OVh^^-Kl&U 0rM©&H£@#O- (2-^>y-r;u-4-^ 

N, N-^pWkfr^A'^^X-b (2. 8 1g, 8. 9 0 
mmo 1 ) (|$4 1 %) . 

*HNMR (CDC1 3 ) <5 : 3. 09 (3H, s) , 3. 28 (3H, s) , 
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3. 87 (3H, s) , 6. 73 ( 1 H, d, J = 2. 4Hz) , 6. 82 (1 
H, dd, J = 8. 6, 2. 4Hz) , 7. 3 8-7. 5 6 (4H, m) , 7. 
74-7. 78 (2H, m) 
FAB-MS (m/e) : 3 1 6 [M+H] + 
5 Igl0£j£4& (2. 73g, 8. 6 6mmol) ^7i-JH-fJV (4. 
Og) fc»»U 2 6 0CT3 0#»L£o SSfiST?»Slbfc«> EJfcfi£*> 

$->u*^;p±t, A^+h>, ^viTA^>/^x^;p (80/20) *® 
;v-4-^b^7i-;w n, N-^^fWJi/ntftx-h (2. iig 

10 ,5. 9 6mmol) (JR*7 7X) . 

'HNMR (CDC 1 3 ) 6:2. 89 (6H, s) , 3. 88 (3H, s) , 
6. 96 (1H, dd, J = 8. 5, 2. 5Hz) , 7. 20 (1H, d, J = 
2. 5Hz), 7. 38-7. 45 (3H, m), 7. 51-7. 57 (1H, 
m) , 7. 7 6- 7. 8 0 (2H, m) 
15 FAB-MS (m/e) : 316 [M + H] + 

IS2©4»$* (3. 14g, 9. 9 6mmol) (4 0. Om 

1) fcfc#U 1 0N#&te^hU#A**a£ (10. Oml) &UaX. Sfit 

20 > (6. omi) fc»#u n»Jira@iTt#e>nfc2-r y^Dtr^Tv"; 

(1. 5ml) 5iMTl/fc. *DP»7«, JB^***»T 3 WFMil» 
L, Sjfttt (2. Oml) i»7^, S#»S3PfW#»3tt, 

25 iftBfbfco a*ft2/U*yjW±T?, s\*V>/mLX?)V (9 0/10) 

-7-^^y-5-7x-JV-2, 3-^kKDl, 4-^>V > 5 1 7i?tf> ( 
1. 4 2g, 4. 5 7mmol) (H$46%) . 'HNMRH }g^£ 
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J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 1. 0 
6 (3H, d, J = 6. 7 Hz) , 2. 00-2. 13 (1H, m) , 3. 01 
(1H, ddd, J = 12. 2, 6. 5, 3. 9Hz), 3. 29 (1H, dd 
, J = 12. 2, 11. 1Hz) , 3. 64 (1H, dd, J = 1 1 . 1, 3. 
5 9Hz) , 3. 86 (3H, s) , 6. 87 (1H, dd, J = 8. 5, 2. 6 
Hz) , 7. 04 (1H, d, J = 8. 5Hz) , 7. 17 (1H, d, J = 2 
. 6Hz) , 7. 31-7. 43 (3H, m) , 7. 58-7. 64 (2H, m 
) 

FAB-MS (m/e) : 3 1 2 [M+H] + 
10 I83©£jfctt (1. 4 2g, 4. 5 7mmol) ©h'J7MnR» (15 
. 0ml) mmz, 3 0 XifiSflaK** (2. 5ml) SHQO'COiaST^JDb 

tc B wt^. m&m*%mx~w8LWh. 1 o h u ^ 

&&Tffiu*mw8mvffl*u «*u msy\zm^vrc a mat a. 63 g 

15 ©5^5 0 2mg) :|3<fctf4N£fblc$l, 4 >»Mft (14. 0ml 
) £^£U Ml&ffr* (0. 8 1mg, 12. 4mmol) S^fcJSJnbfc. 

20 8 0/2 0) *»«BRia:*r**9A^P , Th^7^-K:*U 3— TV^Ptf 
;i/-7-p< h^v-5-7x-;i/-2, 3, 4, 5 -rh7t HP - 1 H— 1 A 
6 , 4—*>V9-TW>-l, l-^>0y7Xrl/t7-a (8 2. 0m 
g, 0. 2 3 7mmo K iR*l 7%) &&tfb (1 4 1. 9rag, 0.411 
mmo K H$2 9%) S^ffiCi^MtUTUfc. 

25 5>7^tW7- a 

X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m), 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 
. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
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4Hz) , 3. 83 (3H, s) , 5. 80 (1H, s) , 6. 59 ( 1 H, d 
, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 9, 8. 6Hz) , 7. 
3 3-7. 4 5 (5H, m) , 7. 68 (1H, d, J = 2. 9Hz) 
FAB-MS (m/e) : 3 46 [M+H] + 
5 V7 7.x b 

X HNMR (CDC 1 8 ) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 (1H, m) , 2. 97 
(1H, ddd, J = 3. 5, 5. 5, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1. 14. 5Hz) , 3. 49 (1H, dd, J = 3. 5, 14. 5H 
10 z) , 3. 86 (3H, s) , 5. 78 (1H, s) , 6. 80 ( 1 H, d, J 
= 8. 6Hz) , 6. 96 (1H, dd, J = 2. 8, 8. 6Hz), 7. 26 
-7. 42 (5H, m) , 7. 66 (1H, d, J = 2. 8Hz) 
FAB-MS (m/e) : 3 4 6 [M+H] + 

15 MTizmmm 7 2 tmmz XsTmcfcsmomw&k**?* 
mmm 7 3 

jk&mmi 1 6 OVmm (Ar : 6-MeO-Ph;R':H;R 2 :H;R 3 : 
i-Pr;R 4 :H;R 5 :Ph;n=2) 
l HNMR (CD C 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

20 9 (3H, d, J = 6. 9Hz), 1. 80-1. 98 (1H, m), 3. 10 
-3. 20 (1H, m) , 3. 20-3. 3 8 (2H, m) , 3. 74 (3 H, 
s), 6. 35 (1H, s) , 7. 11-7. 16 (2H, m), 7. 20-7 
. 32 (4H, m) , 7. 49 ( 1 H, t, J = 8. 0Hz) , 7. 88 (1H 
, dd, J = l. 1, 8. 0Hz) 

25 FAB-MS (m/e) : 34 6 [M + H] + 

ft&mm ii63 owt 

mfl/t7-a (Ar : 9-OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
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Pr;R 4 :H; R 5 : Ph ; n=2) 

*HNMR (CD C 1 3 ) 6:0. 97 (3H, d, J = 7. 0Hz), 0. 9 

7 (3H, d, J = 7. OHz) , 1. 70-1. 85 (1H, m) , 3. 25 
-3. 50 (3H, m), 3. 93 (3H, s) , 6. 01 (1H, s) , 6. 

5 3 2 (1H, d, J = 7. 9Hz) , 6. 92 (1H, d, J = 8. 1Hz) , 
7. 22-7. 40 (6H, m) 

FAB-MS (m/e) : 34 6 [M+H] + 
VTTsT-VHri—X) (A r : 9 — OMe -Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 : P h ; n = 2) 
10 1 HNMR (CDC 1 3 ) 6:0. 91 (3H, d, J = 6. 5Hz), 0. 9 
6 (3H, d, J = 6. 5Hz) , 1. 8 5 - 1. 9 8 (1H, m) , 3. 08 
-3. 15 (1H, m) , 3. 60 (1H, dd, J = 3. 7, 14. 8Hz) 
, 3. 74 (1H, dd, J = 10. 1, 14. 8Hz) , 3. 99 (3H, s 
) , 5. 41 (1H, s) , 6. 27 (1H, d, J = 7. 9Hz) , 6. 96 
15 (1H, d, J = 8. 2Hz) , 7. 18-7. 48 (6H, m) 
FAB-MS (m/e) : 34 6 [M + H] + 

$mw 7 5 

fc&mW 116 5 Q»j6 
20 i?7^rVf7*-a (A r : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : Ph ; n=2) 
'HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 ( 1 H, m) , 3. 11 
(1H, dd, J = ll. 3, 14. 3Hz) , 3. 43 ( 1 H, dd, J=2 

25 • 2, 14. 3Hz), 3. 51 (1H, ddd, J = 2. 2, 4. 7, 11. 
3Hz) , 5. 77 (1H, s) , 6. 55 (1H, d, J = 8. 4Hz) , 6 
. 81 (1H, dd, J = 2. 7, 8. 4Hz) , 7. 3 0-7. 4 5 (5H, 
m) , 7. 6 6 (1H, d, J = 2. 7Hz) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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5?7^T"V*^-b (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 

r ;R 4 :H;R 5 :Ph ; n = 2) 
'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J=6. 7Hz) , 1. 8 8-2. 0 3 (1H, m) , 3. 00 
5 (1H, ddd, J = 3. 6, 5. 7, 9. 0Hz) , 3. 45 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 52 ( 1 H, dd, J = 3. 6, 14. 3H 

z), 5. 75 (1H, s) , 6. 77 (1H, d, J = 8. 4Hz) , 6. 9 

2 (1H, dd, J = 2. 7, 8. 4Hz), 7. 28-7. 40 (5H, m) 

,7.66 (1H, d, J = 2. 7Hz) 
10 FAB-MS (m/e) : 3 3 2 [M+H] + 

mmm 7 6 

^T^fW-a (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
15 r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 6 Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 32 
(1H, dd, J = ll. 5, 14. 1Hz) , 4. 45 (1H, dd, J = 2 
. 1, 14. 1Hz) 3. 45-3. 55 (1H, m), 5. 89 (1H, s) 
20 , 6. 14 (1H, d, J = 7. 6Hz) , 6. 86 (1H, d, J = 8. 6H 
z) , 7. 18 (1H, dd, J = 7. 6, 8. 6Hz), 7. 30-7. 41 
(5H, m) , 10. 3 6 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
^TXfl/t'T-b (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ;R 4 :H; R 5 :Ph;n=2) 

L HNMR (CDC1 3 ) 6:0. 98 (3 H, d, J = 6. 9Hz), 1. 0 
0 (3H, d, J = 6. 9Hz) , 1. 9 5-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m) , 3. 49-3. 65 (2H, m), 5. 90 (1H, 
s) , 6. 31 (1H, d, J = 7. 9Hz) , 6. 94 (1H, d, J = 8. 
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4Hz), 7. 25-7. 45 (6H, m), 10. 0 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 



H»J7 7 

5 fc&mmii67om& 

y7Xfl/f?-a (Ar : 8 -n-P r NHCOCH 2 0-P h ; R 1 : H ; R 
2 :H;R 3 : i-Pr ; R 4 : H ; R 5 : Ph ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 94 (3H, t, J = 7. 6Hz) 0. 98 
(3H, d, J = 7. 2Hz) , 0. 98 (3H, d, J = 7. 2Hz) , 1. 

10 52-1. 65 (2H, m) , 1. 75-1. 85 ( 1 H, m) , 3. 08 (1 
H, dd, J = ll. 4, 14. 3Hz) , 3. 29 (1H, t, J = 6. 3H 
z) , 3. 38 (1H, t, J = 6. 3Hz) , 3. 44 (1H, dd, J = 2 
. 1, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 1. 4. 8. 11. 
4) , 4. 48 (2H, s) , 5. 79 (1H, s) , 6. 52 (1H, brs 

15 ) , 6. 64 (1H, d, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 
8, 8. 6Hz) , 7. 3 2-7. 4 5 (5H, m) , 7. 76 (1H, d, J 
= 2. 8Hz) 

FAB-MS (m/e) : 431 [M + H] + 
mf^-b (Ar : 8 -n-P r NHCOCH 2 0-P h ; R 1 : H ; R 

20 2 : H ; R 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3 H, t, J = 7. 4Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 68 (2H, m), 1. 92-2. 02 (1H, m) , 2. 97 ( 
1H, ddd, J = 3. 5, 5. 8, 12. 1Hz), 3. 31 (1H, t, J 

25 =6. 8Hz), 3. 34 (1H, t, J = 6. 8Hz), 3. 45 (1H, d 
d, J = 12. 1, 14. 4Hz) , 3. 50 (1H, dd, J = 3. 5, 14 
. 4Hz) , 4. 52 (2H, s) , 5. 78 ( 1 H, s) , 6. 54 (1H, 
brs) , 6. 85 (1H, d, J = 8. 6Hz) , 6. 97 ( 1 H, dd, J 
= 2. 8, 8. 6Hz) , 7. 2 9-7. 42 (5H, m) , 7. 74 (1H, 



WO 02/053548 PCT/JP01/11267 

139 

d, J = 2. 8Hz) 
FAB-MS (m/e) : 4 3 1 [M + H] + 

%M&\ 7 8 
5 Mjl 1 6 8<Pg% 

^7XfV^7-a (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
r ; R 4 : H ; R 5 : Ph ; n=2) 

1 HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 6Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 2- 1. 8 5 (1H, m) , 2. 79 
10 (3H, s), 3. 20 (1H, dd, J = ll. 3, 14. 5Hz), 3. 3 

8 (1H, dd, J = 2. 1, 14. 5Hz) 3. 47-3. 52 (1H, m) 

, 6. 13 (1H, s), 6. 60 (1H, d, J = 7. 2Hz), 7. 11- 
7. 20 ( 2 H, m) , 7. 25-7. 45 ( 5 H, m) 
FAB-MS (m/e) : 3 3 0 [M+H] + 
15 i?77TW-b (A r : 9 -M e - P h ; R 1 : H ; R 2 : H ; R 3 : i - P 
r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CDClg) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 87-1. 99 (1H, m), 2. 79 
(3H, s), 2. 95-3. 04 (1H, m), 3. 60-3. 68 (2H, 
20 m), 5. 6 4 (1H, s), 6. 56-6. 62 (1H, m), 7. 16-7 
. 22 (2H, m), 7. 32-7. 41 (5H, m) 
FAB-MS (m/e) : 3 3 0 [M+H] + 

MtfoM 7 9 
25 116 9 (DUm 

5>7^fW-a (Ar : 7-C 1-Ph ; R 1 : H ; R 2 :H ; R 3 : i-Pr 
;R 4 :H;R 5 :Ph; n=2) 
'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 9 Hz), 1. 73-1. 89 (1H, m), 3. 06 



WO 02/053548 PCT/JP01/11267 

140 

(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 4 7-3. 5 5 (1H, m) , 5. 85 (1H, s 
), 6. 67 (1H, d, J = 2. 1Hz) , 7. 38 (1H, dd, J = 2. 
1, 8. 4Hz) , 7. 3 5- 7. 5 0 (5H, m) , 8. 09 (1H, d, J 
5 =8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
v7XxWT-b (Ar : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : Ph ; n=2) 
l HNMR (CD C 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
10 9 (3H, d, J = 6. 8Hz), 1. 90-2. 03 ( 1 H, m) , 2. 97 
(1H, ddd, J = 3. 7, 5. 7, 8. 9Hz) , 3. 45 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 49 (1H, dd, J = 3. 7, 14. 4H 
z) , 5. 81 (1H, s) , 6. 88 (1H, d, J = 2. OHz) , 7. 3 
0-7. 43 (5H, m) , 7. 45 (1H, dd, J = 2. 0, 8. 4Hz) 
15 ,8.09 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

nMW8 0 

jfriMii 1 7 2(omm 

20 v7^fl/t7-a (Ar : 8-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : P h ; n=2) 

X HNMR (CDC1 3 ) 5:0. 98 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J=6. 7Hz) , 1. 7 7- 1. 8 9 ( 1 H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 44 (1H, dd, J = 2 
25 . 2, 14. 4Hz) , 3. 51 ( 1 H, ddd, J = 2. 2, 4. 8, 11. 
4Hz) , 5. 82 (1H, s) , 6. 63 (1H, d, J = 8. 3Hz) , 7 
. 31 (1H, dd, J = 2. 3, 8. 3Hz) , 7. 3 2-7. 46 (5H, 
m) , 8. 1 3 (1H, d, J = 2. 3Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
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^T^xl^T-b (Ar^-Cl-PhiR'iHiR^HiR 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 9 2-2. 03 (1H, m), 2. 96 
5 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 3. 46 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z) , 5. 79 (1H, s) , 6. 84 ( 1 H, d, J = 8. 3Hz) , 7. 3 
0-7. 42 (5H, m), 7. 42 (1H, dd, J = 2. 2, 8. 3Hz) 
, 8. 13 (1H, d, J = 2. 2Hz) 
10 FAB-MS (m/e) : 3 5 0/3 52 [M + H] + 

MffiM 8 1 

<k&®m 117 5 <DW& 

P77,^Ut^-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r;R 4 :H;R 5 :Ph;n = 2) 

X HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 ( 1 H, m) , 3. 29 
(1H, dd, J = ll. 2, 14. 6Hz) , 3. 45 ( 1 H, dd, J = 2 
. 3, 14. 6Hz) , 3. 50 ( 1 H, ddd, J=2. 3, 4. 9, 11. 
20 2Hz), 6. 11 (1H, s), 6. 69 (1H, dd, J = l. 2, 7. 9 
Hz) , 7. 20 (1H, t, J = 7. 9Hz) , 7. 31-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
^7XfW-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ;R 4 :H;R 5 :Ph; n = 2) 

J HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 ( 1 H, m) , 3. 07 
(1H, ddd, J=4. 5, 7. 1, 9. 5Hz), 3. 6 7-3. 8 0 (2 
H, m) , 5. 49 (1H, s) , 6. 65 (1H, dd, J = 0. 7, 7. 9 
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Hz) , 7. 19 (1H, t, J = 7. 9Hz) , 7. 2 6-7. 4 5 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

5 mmm2 

K&rnm ii78 (dmm 

y7Xrl/t7-a (Ar : 9-C 1-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n= 2 ) 
! HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz) , 1. 71-1. 82 ( 1 H, m) , 3. 26 
(1H, dd, J = ll. 5, 14. 8Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 13 (1H, s) , 6. 66 (1H, d, J = 7. 9Hz) , 7. 19 
-7. 4 0 (6H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 
15 5?7Xfl/*V-b (Ar : 9 - C 1 - P h ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n= 2) 
'HNMR (CDC1 3 ) 5:0. 92 (3H, d, J = 6. 6Hz) , 0. 9 

7 (3H, d, J = 6. 8 Hz) , 1. 80-1. 95 (1H, m) , 2. 95 
-3. 10 (1H, m), 3. 60-3. 80 (2H, m) , 5. 50 (1H, 

20 s) , 6. 62 (1H, d, J = 7. 9Hz) , 7. 15-7. 45 (6H, m 
) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 

MMffl 8 3 
25 it&QlW 118 0 (DMm 

y7XfW?-a (Ar : 7-C1 -Ph.; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : 4-MeO-Ph ; n = 2) 
X HNMR (CDCI3) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 4- 1. 8 8 (1H, m) , 3. 29 
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(1H, dd, J = ll. 2, 14. 8Hz) , 3. 44 (1H, dd, J = 2 
. 4, 14. 8Hz) , 3. 49 (1H, ddd, J = 2. 4, 5. 2, 11. 
2Hz) , 3. 84 (3H, s) , 6. 01 (1H, s) , 6. 73 ( 1 H, d 
d, J = l. 3, 7. 9Hz) , 6. 94 (2H, d, J = 8. OHz) , 7. 
5 2 0 (1H, t, J = 7. 9Hz) , 7. 27 (1H, d, J = 8. OHz) , 
7.3 7 (1H, dd, J = l. 3, 7. 9Hz) 

FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 
^T^rUtY-b (Ar : 9-C 1 - Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 : 4-MeO-Ph ; n = 2) 
10 'HNMR (CDC 1 3 ) 6:0. 9 3 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 88-2. 01 ( 1 H, m) , 3. 07 
(1H, ddd, J=4. 6, 7. 0, 9. 1Hz) , 3. 6 5-3. 8 4 (2 
H, m) , 3. 84 (3H, s) , 5. 45 (1H, s) , 6. 69 ( 1 H, d 
, J = 7. 9Hz) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 19 (1H 
15 , t, J = 7. 9Hz) , 7. 22 (2H, d, J=8. 8Hz) , 7. 41 ( 
1H, d, J = 7. 9Hz) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 

mmm 8 4 

20 j£&MU 1 8 KPgBS (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i 
-P r ; R 4 : H ; R 5 : 4-QH-Ph ; n=2) 

'HNMR (CD C 1 3 ) 5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 7 - 1. 9 9 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 64-3. 7 7 (2H, m) , 5. 43 (1H, 
25 s), 6. 67-6. 70 ( 1 H, m) , 6. 84-6. 89 ( 2 H, m) , 7 
. 14-7. 2 3 (3H, m), 7. 38-7. 43 (1H, m) 
FAB-MS (m/e) : 3 6 6/3 6 8 [M + H] + 



mMM8 5 
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fc&®m 1 9 9CDgg% 

^f^-a (Ar : B-Cl-PhiR^HsR^HiR 3 : i-P 
r;R 4 :H; R 5 : 3-C 1 -4-Me-Ph ; n = 2) 
l HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
5 8 (3H, d, J = 6. 8Hz) , 1. 7 4- 1. 8 5 ( 1 H, m) , 2. 39 
(3H, s) ,3. 40-3. 50 (2H, m) , 6. 09 (1H, s) , 6. 7 
0 (1H, d, J = 7. 7Hz) , 7. 10 (1H, d, J = 7. 9Hz) ,7. 
20-7. 27 (2H, m) ,7. 36-7. 41 (2H, m) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M+H] + 
10 mfl/^-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; * R 5 : 3-C 1 -4-Me-Ph ; n=2) 

1 HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 8 Hz) , 0. 9 
7 (3H, d, J = 6. 6Hz), 1. 81-1. 98 (1H, m) , 2. 40 
(3H, s) , 3. 00-3. 10 (1H, m) , 3. 6 7-3. 7 5 (2H, 
15 m) , 5. 46 (1H, s) , 6. 66 (1H. d, 3 = 7. 9Hz) , 7. 0 
7 (1H, dd, J = l. 7, 7. 9Hz), 7. 21 ( 1 H, dd, J = 6. 
9, 7. 9Hz) , 7. 25 (1H, d, J = 7. 9Hz) , 7. 34 (1H, 
d, J = l. 7Hz) , 7. 42 (1H, d, J = 6. 9Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

20 

MffiM 8 6 

i2oi omm 

y7Xr^-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 3 - F - 4 - F - P h ; n= 2) 
25 *HNMR (CDC 1 ,) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 7 2-1. 84 (1H, m) , 3. 25 
(1H, dd, J = ll. 6, 14. 9Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 17 (1H, s) , 6. 66 (1H, d, J = 7. 5Hz) , 7. 00 
-7. 10 (1H, m) , 7. 12-7. 30 (3H, m) , 7. 42 (1H, 
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d, J = 8. 1Hz) 

FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 
5?7.XxW-T-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
r;R 4 :H; R 5 : 3 — F — 4 — F — Ph ; n = 2) 
5 *HNMR (CDC 1 3 ) 0:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 82-1. 95 (1H, m) , 2. 95 
-3. 10 (lH.m), 3. 60-3. 78 (2H,m), 5. 53 (1H, 
s) , 6. 63 (1H, d, J = 7. 9Hz) , 7. 0 0-7. 0 9 ( 1 H, m 
) , 7. 13-7. 30 (3H, m) , 7. 45 (1H, d, J = 7. 9Hz) 
10 FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 



MMM 8 7 

it%mm 1 2 0 8 (DWt 

V77,'rV^-& (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r;R 4 :H; R 5 : 3 -F- 4 -OM e - P h ; n = 2) 

l HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 72-1. 84 (1H, m) , 3. 26 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 3 5-3. 5 2 (2H, m 

) , 3. 91 (3H, s) , 6. 07 (1H, s) , 6. 72 (1H, d, J = 
20 7. 5Hz), 6. 92-7. 05 ( 2 H, m),7. 12-7. 27 ( 2 H, m 

) , 7. 12-7. 27 (2H, m) , 7. 39 (1H, d, J = 8. 0Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

^rl/tT-b (Ar^-Cl-PhjR^HiR^HjR 3 : i-P 

r;R 4 :H; R 5 : 3 - F- 4 -OMe - P h ; n = 2) 
25 *HNMR (CDC1 3 ) <5 : 0. 93 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 85-1. 98 (1H, m), 3. 00 

-3. 10 (1H, m) , 3. 6 5-3. 7 5 (2H, m) , 3. 92 (3H, 

s) , 5. 46 (1H, s) , 6. 68 (1H, d, J = 7. 2Hz) , 6. 9 

5-7. 12 (2H, m) , 7. 22 (1H, t, J = 7. 9Hz) 
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FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 
MffiMS 8 

it&mmi 2 1 9<pmt (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr ;R 4 :H;R 5 : 3-1, 4 - n - P r NHCOCH , Q- P h ; n = 2 
L 

'HNMR (CDC1 3 ) 5:0. 94 (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 70 (2H, m) , 1. 84-1. 98 (1H, m) , 3. 02- 

10 3. 0 9 (1H, m) , 3. 37 (1H, t, J = 6. 9Hz) , 3. 39 (1 
H, t, J = 6. 9Hz) , 3. 6 5-3. 7 8 (2H, m) , 4. 5 5 (2H 
, s) , 5. 48 (1H, s) , 6. 64 (1H, dd, J = l. 2, 7. 9H 
z) , 6. 81 (1H, d, J = 8. 4Hz), 7. 21 (1H, br s) , 7 
. 2 2-7. 2 7 (1H, m) , 7. 30 (1H, dd, J = 2. 2, 8. 4H 

15 z) , 7. 45 (1H, dd, J = l. 2, 7. 9Hz) , 7. 77 (1H, d 
, J = 2. 2Hz) 
FAB-MS (m/e) : 5 9 1/5 9 3 [M + H] + 

MffiM 8 9 

20 fc&fatol 2 2 OOggjj (Ar : 9-C 1 - Ph ; R 1 : H ; R 2 : H ; R 3 : i 
-Pr ;R 4 :H;R S : 3-1-4 -MeQ-Ph ; H ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 5-2. 0 0 (1H, m) , 3. 02 
-3. 12 (1H, m) , 3. 6 8-3. 7 2 (2H, m) , 3. 91 (3H, 
25 s), 5. 44 (1H, s), 6. 65-6. 69 (1H, m), 6. 84 (1 
H, d, J = 8. 5Hz) , 7. 2 0-7. 2 7 (2H, m) , 7. 44 (1H 
, dd, J = l. 3, 8. 1Hz) , 7. 76 (1H, d, J = 2. 1Hz) 
FAB-MS (m/e) : 5 0 6/5 0 8 [M + H] + 
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mmm9 0 

tt&mm 1227 omt 

y7Xfl/t?-a (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R s : Ph ; n = 2) 
5 *HNMR (CDClj) (5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 0-1. 8 5 ( 1 H, m) , 3. 00 
(1H, dd, J = ll. 1, 14. 5Hz) , 3. 42 (1H, dd, J = 2 
. 3, 14. 5Hz) , 3. 50 (1H, ddd, J = 2. 3, 4. 8, 11. 
1Hz) , 5. 99 (1H, s) , 6. 50 (1H, d, J = 7. 9Hz) , 7 
10 . 05 (1H, dd, J = 7. 9, 11. OHz) , 7. 2 8-7. 4 5 (6H 
, m) 

FAB-MS (m/e) : 3 34 [M+H] + 
^TXTl/tV-b (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R 5 : Ph ; n = 2) 

15 'HNMR (CDC1 3 ) 6:0. 92 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 88-2. 02 (1H, m) , 3. 00 
-3. 10 (lH.ra), 3. 60-3. 75 (2H, m) , 5. 53 (1H, 
s) , 6. 53 (1H, d, J = 7. 9Hz) , 7. 11 (1H, dd, J = 7 
. 9, 10. 7Hz), 7. 25-7. 45 (6H, m) 

20 FAB-MS (m/e) : 3 3 4 [M + H] + 

nmw9 1 

jk&mm 1 2 3 2 tpgjfi (Ar: 9-F-Ph;R x :H;R 2 :H;R 3 : i - 
Pr ;R 4 :H; R s : 4 -Me 0-P h ; n = 2) 
25 *HNMR (CDC1 3 ) <5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
-3. 11 (1H, m) , 3. 65-3. 71 (2H, m) , 3. 84 (3H, 
s) , 5. 48 (1H, s) , 6. 56 (1H, d, J = 7. 3Hz) , 6. 9 
3 (2H, d, J = 8. 5Hz) , 7. 05-7. 15 (1H, m) , 7. 24 
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(2H, d, J = 8. 5Hz) , 7. 2 5-7. 3 6 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

mmm9 2 

5 jb^MU 2 6 KPgjg (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R 5 : 3 - I - 4 -Me Q-P h ; n= 2) 

'HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 6 Hz) , 1. 85-1. 98 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 63-3. 70 (2H, m) , 3. 91 (3H, 

10 s) , 5. 49 (1H, s) , 6. 56 (1H, d, J = 7. 9Hz) , 6. 5 

8 (1H, d, J = 8. 3Hz) 7. 10-7. 17 (1H, dd, J = 7. 9 
, 8. 5Hz) , 7. 2 0-7. 4 0 (2H, m) , 7. 78 (1H, d, J = 
2. 2Hz) 

FAB-MS (m/e) : 4 9 0 [M+H] + 

15 

mmm 9 3 

fc&mmi 2 7 5<pmm 

5>77fW-a (Ar : 7-I-8-n-PrNHCOCH 2 0-Ph;R 1 
:H;R Z :H;R 3 : i-Pr;R 4 :H;R 5 :Ph;n=2) 

20 'HNMR (CDCI3) 5:0. 95 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 0. 97 (3H, d, J = 7. 5Hz) , 1 
. 50-1. 68 (2H, m) , 1. 73-1. 88 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 0, 14. 1Hz) , 3. 34 (1H, t, J = 6. 7 
Hz), 3. 36 (1H, t, J = 6. 7Hz) , 3. 43 (1H, dd, J = 

25 2. 0, 14. 1Hz), 3. 45-3. 52 (1H, m) , 4. 59 (2H, 
s) , 5. 75 (1H, s) , 6. 86 (1H, brs) , 7. 10 (1H, s 
), 7. 35-7. 48 (5H, m), 7. 54 (1H, s) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
i?TZ7-U$"?—b (Ar : 7 - I - 8-n-P r NHCOCH 2 Q-Ph ; R 1 
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:H;R 2 :H;R 3 : i-Pr;R 4 :H;R 5 :Ph;n = 2) 

'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 00 (3H, t, J = 7. 3Hz) , 1 
. 55-1. 70 (2H, m) , 1. 90-2. 01 (1H, m), 2. 9 5- 
5 3. 01 (1H, m) , 3. 36 (1H, t, J = 6. 7Hz) , 3. 38 (1 
H, t, 3 = 6. 7Hz) , 3. 42 ( 1 H, dd, J = 9. 3, 14. 5Hz 
) , 3. 49 (1H, dd, J = 3. 0, 14. 5Hz) , 4. 61 (2H, s 
), 5. 73 ( 1 H, s ) , 6. 88 ( 1 H, brs), 7. 26-7. 44 ( 
7H, m) , 7. 52 (1H, s) 
10 FAB-MS (m/e) : 5 5 7 [M + H] + 



mmm 9 4 

v77fl/t7-a (Ar : 7- I-8-MeO-Ph ; R 1 : H; R 2 : H ; R 
15 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 s ) 5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 08 
(1H, dd, J = ll. 2, 14. 2Hz), 3. 43 ( 1 H, dd, J = 2 

. 3, 14. 2Hz) , 3. 48 (1H, ddd, 3 = 2. 3, 5. 0, 11. 
20 2Hz), 3. 95 (3H, s), 5. 75 (1H, s) , 7. 08 (1H, s 

), 7. 31-7. 47 (5H, m), 7. 55 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

yTXrW-b (Ar : 7 - I - 8 -Me O-P h ; R 1 : H ; R 2 : H ; R 

3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 
25 *HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 8 8-1. 9 9 (1H, m) , 2. 98 
(1H, ddd, J = 3. 0, 5. 8, 9. 4Hz), 3. 41 (1H, dd, 

J = 9. 4, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 0, 14. 3H 
z) , 3. 98 (3H, s) , 5. 71 (1H, s) , 7. 26-7. 41 (5 
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H, m) , 7. 3 3 (1H, s)., 7. 5 4 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

H»J9 5 

5 tt&Wn 2 7 7£>ggii (Ar : 9— I — 6— MeQ — Ph ; R 1 : H ; R 2 : H 
; R 3 : i -P r ; R 4 : H ; R s : Ph ; n=2) 

! HNMR (CDC 1 3 ) 6 :0. 9 6 (3H, d, J =6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 72-1. 89 (lH,m) , 3. 10 
-3. 33 (3H, m), 3. 51 (3H, s), 6. 38 (1H, s), 7. 
10 18-7. 26 (2H, m) , 7. 26-7. 33 ( 3 H, m) , 7. 79 (1 
H, d, J = 8. 4Hz) , 7. 99 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

mmm 9 6 

15 it^m 1 2 7 8 (pgjfi (At : 6-1- 9 -OH- P h ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 2) 

'HNMR (CDC 1 3 ) 6:0. 90 (3H, d, J = 6. 6Hz), 0. 9 
6 (3H, d, J = 6. 7Hz), 1. 85-1. 95 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 64-3. 71 (2H, m) , 4. 07 (3H, 
20 s) , 5. 41 (1H, s) , 6. 21 (1H, d, J = 8. 5Hz) , 7. 2 
5-7. 45 (5H, m) , 7. 71 (1H, d, J = 8. 5Hz) 
FAB-MS (m/e) : 47 2 [M + H] + 

mmm 9 7 

25 Jfr&ftgj 1 0 9 3 CPggjj (5- (4 - £PCi - 3 -*=?)Vy - 3 — t V 

y°u¥)l-2, 3, 4, 5-rh7bFD-lH-lA 6 , 
>- 1, 

WJ^m^fJUXf^lO. Og (59. 5mmol) ££tf*^/ 

-)vmm2 omit msm 1 onm 1 mztut 2 — r 7 k;pts?u ^> 
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10ml^ OTCKITI O^ra^TSTFbfc. R«»ttft*afcRb-tt«» 
RJ6W*ft»B£Tfc3ft«Ufc. JttfcTb7hHO75>*ai00ml* 
ill*., !^VvrHJx?\>K75>l 6. 6ml (119mmol) , -^|-t- 
^14. 2g (6 5. 4mmol) &inA, 2l*Mft#Lfc. I£»X3SH/X 
5 Xx;VTR*W«ftaHJb, W$S/f£ 1 0 %«7KPSi# 'J SAfcifc 

1 J*^7A^D7h^77-f- (^>:ftX^X^f;l/=4 : 1) 
te«k0*MSU 2- (-2- { (t-^b^->*;p^x;i/) 75/} - 

3-^^;v^;w) x;u7tx;w ^;x-M2. 4g («: 59%) £ 

10 ittttfi«rtKfc£LT»&. 

X HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 7 Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 42 (9H, s), 2. 00-2. 10 
( 1 H, m) , 3. 01-3. 15 ( 2 H, m), 3. 70-3. 82 (1H, 
m), 3. 91 (3H, s), 4. 7 1 (1H, bs), 7. 12-7. 20 ( 

15 1H, m) , 7. 3 9-7. 4 6 (2H, m) , 7. 9 2 (1H, d, J = 6. 
9Hz) 

FAB-MS (m/e) : 3 54 [M+H] + 

xnirnzntct^jv 2- ( (2- { (t-7"h^^MxjP) 757 

} -3-^^;^^) 7^7 7X;W 4g (3 5. 1mm 

20 ol) -)Vmm (10 0ml) fc, *?$T, 2 NTK^ib^" h U «7 Azfc» 

)S35ml (7 0. Ommol) SUP A, £fi^fi&»«£-8HJI#Lfc. 
»i££«JETfc»8U fc&nfc»SSfclNtffl»7K»S[ (4 0ml) ZtnXZu 

U ttJETfcfcttbfc. »Ij^fU>M5 0mim> K^Tl-t 
25 h , o^>v'bU7V , -JH0. Og (lHmmol) , 1- <3-v^3=- 

)V7s.y?u\Z)V) -a-x&viDVtfms. pjttiti o. og, n, o->* 

^;i/kHo^rS/jPT5>jifflWft8. 7 9g£tjn*., 4&IKIft#Lfc. 
^Mtft7> ; 6-'7A«$i]!lDb, ^X^Jl/X7.T-;W"el4UiU, 3f 
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n- (l- { ( {2- ( 75/} 7xxjh 

x;W7r~;W -2-;*^;i/7ntf;i/) #;wt*-b8. i5g OR* 

5 : 6 0 %) *®M&tiiVl%>tLTnito 

X HNMR (CDC 1 3 ) 6:0. 89 (3H, d, J = 6. 6Hz), 0. 9 
0 (3H, d, J = 6. 8Hz) , 1. 36 (9H, s) , 1. 82-2. 00 
(1H, m) , 3. 01-3. 20 (3H, m), 3. 32 (3H, bs), 3 
. 53 (3H, bs) , 5. 08 (1H, bs) , 7. 21-7. 27 (2H, 
10 m), 7. 27-7. 38 (1H, m) , 7. 5 4 (1H, d, J = 7. 5Hz 
) 

FAB-MS (m/e) : 3 8 3 [M + H] + 

I@2T#£>n£t-75f;i/ N— (1- { ( {2- ( {*h*v (*?)V) 
75/} ts)V^-)V) 7iXJH 7>)V7r-M pWW -2-^5 L ;i/7"ntf;p 
15 ) M/W-M5 0mg (0. 3 9mmol) teStS^ h 7 1 H n 7 5 >&W. 
(2ml) fc, 7^>9A117mg (4. 2 mm o 1 ) i2-^DD-5- 
7othJH>8 0 5mg (3. 9mmol) tfc«k?)WI«Lfc^U-7;VttlSI 
0fh7tKD77>M (5ml) S3d»BS^T. -7 8"CfcT10^W 

frttxmrhit. etom^-7 o"ct2. 5B»nft#ti. s^Mt^fn^ 

5^=4 : 1) Kit) «MU t-7^)V N— (1— { ( {2— 

-3-^^;v^>y-r;i/) 7xx;h 7^7 7-jw *3\>w -2-/^;k/d 
25 tr;w *;wt*-M o 7mg ok* : 6 1 %) £^fi«rf#»£LTftfc. 

l HNMR (CDC 1 3 ) 5:0. 84 (3 H, d, J = 6. 8Hz) , 0. 8 
4 (3H, d, J = 6. 8Hz) , 1. 37 (9H, s) , 1. 75-1. 85 
(1H, m) , 2. 2 9 (3H, s) , 2. 9 5-3. 0 5 (2H, m) , 3. 
50-3. 60 (1H, m), 4. 75 (1H, bs), 7. 26-7. 31 ( 
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2H, m) , 7. 3 9-7. 5 9 (4H, m) , 7. 68 (1H, d, J = 1 . 
9Hz) 

FAB-MS (m/e) : 44 9 [M + H] + 

xm3x^nrc t n- (i- { ( {2- (4-^dd-3-^ 

A7-h6 8mg (0. 15mmol) £ 4 N&{fc7KiJt 1 , 4 ->^*iJ->i§& 
(3. 0ml) »^&T-ift&#U EJfc«&MJET£MLfco 
2, 6-;i^>>> (3. 0ml) £jJD;^ mWfc (1. 0ml) £»L7io ^ 

10 ^AzKMTIIliKU M»i?X5 1 ;H?2|Hlttmbfc. *86feam^^?n^ 
i£jKi«-eifei$U «JETfc»8Lfc. »h'J7MuSt (3. 

0ml) »Sc£iU*., 3 0 %mWt1t7it%7k ( 1 . 0ml) £*9 0 'CCfignfSsin 

15 ft*»TlWAtt*«F^ftfrU ftjftU «0l:I8Lfe. lII:4Nllt 
4 >M (3. 0ml) £Jn*., (2 0 0mg) * 

20 VftSX^JP (4: 1) ^WJtt^7A^D^h^77^-C#U 5 

- (4-i?DD-3-^7x-;W -3-<yynkf^-2, 3, 4, 5- 

fh7hh*D-lH-lA 6 , 4-^>V^7i££>- 1, l-^t>©y77, 
xl/^-a (12. 8mg) &<kZSb (2 2. 3mg) 

25 ^77f l/t"7-a 

'HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 (1H, m) , 2. 40 
(3H, s) , 3. 05 (1H, dd, J = ll. 3, 14. 2Hz), 3. 4 
4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 50 (1H, ddd, J = 
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2. 3, 4. 8, 11. 3Hz) , 5. 85 (1H, s) , 7. 18 (1H, d 
d, J = 2. 2, 8. 2Hz) , 7. 26 (1H, d, J = 2. 2Hz) , 7. 
36-7. 43 ( 3 H, m) , 8. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4 [M + H] + 
5 ^77rVt7-b 

'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 37 
(3H, s) , 2. 98 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 

3. 43 (1H, dd, J=8. 9, 14. 3Hz) , 3. 49 (1H, dd, 
10 J = 3. 5, 14. 3Hz) , 5. 80 ( 1 H, s) , 6. 8 9-6. 94 (1 

H, m) . 7. 09 (1H, dd, J = 2. 1, 8. 3Hz), 7. 19 (1H 
, d, J = 2. 1Hz) , 7. 33 (1H, d, J = 8. 3Hz) , 7. 45- 
7. 52 (2H, m), 8. 13-8. 18 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

15 

mmm 9 8 

ft&Vsm 1 0 0 8 <DM& (Ar iPhiR'sHiR'iHiR 3 : i-Pr ;R 4 
:H;R 5 : 4-Pyr idyl ;n=0) 
20 'HNMR (CD C 1 3 ) <5:0. 9 5. (3 H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 6Hz), 1. 63-1. 80 ( 1 H, m) , 2. 41 
(1H, dd, J = 10. 9, 14. 0Hz) , 2. 91 (1H, dd, J = 2 
. 2, 14. OHz), 2. 96-3. 04 (1H, m), 5. 75 (1H, s 
), 6. 51-6. 54 (1H, m), 7. 15-7. 19 ( 2 H, m) , 7. 
25 4 1 (2H, d, J = 6. 1Hz) , 7. 67-7. 71 (1H, m) , 8. 6 
1 (2H, d, J = 6. 1Hz) 
FAB-MS (m/e) : 2 8 5 [M + H] + 



MffiM9 9 
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K&mn o 1 somm 

y77fl/*7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R s : 4-Me-Ph ; n=2) 
X HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
5 7 (3H, d, J = 6. 8Hz), 1. 70-1. 87 (1H, m) , 2. 40 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
2 (1H, dd, J = 2. 3, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 3, 4. 9, 11. 4Hz) , 5. 82 (1H, s) , 6. 71-6. 75 
(1H, m) , 7. 21-7. 30 (4H, m), 7. 32-7. 41 (2H, 

10 m) , 8 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 
, J777V***- b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n=2) 
X HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
15 9 (3H, d, J = 6. 7Hz) , 1. 9 3-2. 0 0 (1H, m) , 2. 37 
(3H, s), 2. 96 (1H, ddd, J = 3. 6, 5. 7, 8. 9Hz), 

3. 44 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 47 (1H, dd, 
J = 3. 6, 14. 3Hz), 5. 80 (1H, s), 6. 91-6. 95 (1 
H, m) , 7. 16-7. 2 3 (4H, m) , 7. 4 3-7. 4 9 (2H, m) 

20 , 8 . 1 3 - 8 . 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 

nmm 100 
w&mw 1019 (omm 

25 ^77fkt?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-Me-Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m) . 2. 38 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 



WO 02/053548 PCT/JPO 1/1 1267 

156 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 2, 4. 9, 11. 4Hz) , 5. 83 ( 1 H, s) , 6. 70-6. 74 
(1H, m) , 7. 12-7. 22 (3H, m) , 7. 27-7. 41 (3H, 

m) , 8 . 1 2 - 8 . 16 (1H, m) 
5 FAB-MS (m/e) : 3 3 0 [M + H] + 

5?7*xW"7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-Me-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 04 (1H, m) , 2. 36 
10 (3H, s) , 2. 96 (1H, ddd, J = 3. 7, 5. 9, 8. 9Hz), 

3. 46 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 50 (1H, dd, 
J = 3. 7, 14. 3Hz), 5. 80 (1H, s) , 6. 88-6. 92 (1 
H, m), 7. 11-7. 17 (3H, m), 7. 25-7. 31 (1H, m) 

, 7. 43-7. 5 0 (2H, m) , 8. 12-8. 16 (1H, m) 
15 FAB-MS (m/e) : 3 3 0 [M + H] + 

mmm 1 o 1 
tt&mmi Q2 40^jj 

^7XrW-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
20 ; R 5 : 3-Ph-Ph ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 6Hz), 0. 9 
9 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 3. 10 
(1H, dd, J = ll. 7, 14. 1Hz) , 3. 45 ( 1 H, dd, J = 2 
. 1, 14. 1Hz) , 3. 51-3. 58 (1H, m) , 5. 97 ( 1 H, s 
25 ), 6. 78 (1H, dd, J = 2. 1, 6. 3Hz), 7. 30-7. 70 ( 
1 1 H, m) , 8 . 10-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 3 9 2 [M + H] + 
^TXf^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Ph-Ph ; n = 2) 
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X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 9Hz), 1. 0 
1 (3H, d, J = 6. 5Hz) , 1. 9 5-2. 0 3 ( 1 H, m) , 2. 98 
-3. 18 (1H, m) , 3. 45-3. 56 (2H, m) , 5. 92 (1H, 
s) , 6. 9 6-6. 9 9 (1H, dd, J = 3. 6, 5. 5Hz) , 7. 28 
5 -7. 60 (11 H, m), 8. 16 (1H, dd, J = 3. 5, 5. 5Hz) 

FAB-MS (m/e) : 3 9 2 [M+H] + 

mmm 1 o 2 

10 ^TXfl/^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 4-C 1-Ph; n = 2) 
*HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 (1H, m) , 3. 05 
(1H, dd, J = ll. 6, 14. 5Hz) , 3. 45 (1H, dd, J = 2 

15 . 3, 14. 5Hz), 3. 49 (1H, ddd, J = 2, 3, 4. 9, 11. 
6Hz) , 5. 91 (1H, s) , 6. 6 0-6. 7 0 (1H, m) , 7. 31 
-7. 4 2 (6H, m) , 8. 12-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

20 (Ar :Ph;R 1 :H;R 2 :H;R 3 : i -P r ; R 4 : H ; R 5 : 4-C 1 - 
Ph ; n=2) 

*HNMR (CDC 1 8 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 8Hz), 1. 88-2. 00 (1H, m), 3. 00 
(1H, ddd, J = 3. 5, 5. 6, 8. 9Hz) , 3. 41 ( 1 H, dd, 

25 J = 8. 9, 14. 3Hz) , 3. 44 ( 1 H, dd, J = 3. 5, 14. 3H 
z), 5. 83 (1H, s), 6. 90-6. 9 4 (1H, m) , 7. 26 (2 
H, d, J = 8. 6Hz) , 7. 34 (2H, d, J = 8. 6Hz) , 7. 46 
-7. 53 (2H, m) , 8. 14-8. 18 (1H, ra) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
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mmm 1 o 3 
K&mm io83 ogj 

^TXfWtT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 3 —Me — 4— Me— Ph ; n= 2) 

X HNMR (CD C 1 3 ) (5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 2- 1. 9 0 ( 1 H, m) , 1. 95 
(3H, s) , 2. 30 (3H, s) , 3. 06 ( 1 H, dd, J = ll. 4, 
14. 3Hz) , 3. 44 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
10 3 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz), 6. 09 (1H, s 
), 6. 60-6. 64 (1H, m), 7. 16-7. 26 (2H, m), 7. 
31-7. 42 (2H, m) , 7. 46 ( 1 H, d, J = 7. 7Hz) , 8. 1 
2 - 8 . 16 ( 1 H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 
15 b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-Me-4-Me-Ph;n=2) 

X HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 96 (3H, s), 1. 9 6-2. 11 
(1H, m) , 2. 29 (3H, s), 2. 77-2. 90 (1H, m), 3. 
20 56-3. 68 (2H, m), 6. 04 (1H, s), 6. 69-6. 73 (1 
H, m) , 7. 19-7. 26 (3H, m) , 7. 38-7. 51 (2H, m) 
, 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 



25 mmm 104 

jb^Mi 0 8 4(PSgjg 

mrW-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 2 — M e — 4 —Me -Ph ; n = 2) 
*HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 6- 1. 8 3 (1H, m) , 2. 03 
(3H, s) , 2. 37 (3H, s) , 3. 05 (1H, d d, J = 11. 5, 
14. 3Hz) , 3. 45 (1H, dd, J = 2. 1, 14. 3Hz) , 3. 5 

2 (1H, ddd, J = 2, 1, 4. 5, 11. 5Hz) , 5. 99 (1H, s 
5 ), 6. 63-6. 66 ( 1 H, m) , 7. 02 (1H, s) , 7. 14 (1H 

-, d, J = 8. OHz), 7. 31-7. 42 (2H, m) 7. 45 (1H, d 
, J = 8. OHz), 8. 12-8. 15 ( 1 H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
mfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
10 ; R s : 2-Me-4-Me-Ph ; n = 2) 

^NMR (CDC 1 3 ) 6:0. 9 4 (3 H, d, J = 6. 8 Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) ,.1. 98-2. 10 (1H, m) , 2. 20 
5 (3H, s), 2. 36 (3H, s), 2. 76-2. 83 (1H, m), 3 
. 5 5-3. 59 (2H, m) , 5. 95 (1H, s), 6. 71-6. 75 ( 
15 1H, m), 7. 03 (1H, s) , 7. 12 (1H, d, J = 8. 2Hz), 
7. 38-7. 47 (2H, m) , 7. 44 (1H, d, J = 8. 2Hz), 8 
. 0 8-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

20 nnm 1 o 5 

{k&vm 1085 (ogjg 

mfW-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 2-Me-5-Me-Ph ;n = 2) 
'HNMR (CD C 1 3 ) 6:0. 99 (3H, d, J = 6. 8Hz), 1. 0 
25 0 (3H, d, J = 6. 9Hz) , 1. 7 7 - 1. 9 0 (1H, m) , 2. 02 
(3H, s) , 2. 40 (3H, s) , 3. 05 ( 1 H, dd, J = ll. 5, 
14. 4Hz) , 3. 47 (1H, dd, J = 2. 2, 14. 4Hz) , 3. 5 

3 (1H, ddd, J = 2, 2, 4. 9, 11. 5Hz) , 6. 00 (1H, s 
) , 6. 61-6. 65 (1H, m) , 7. 07 ( 1 H, d, J = l. 1Hz) 
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, 7. 07 (1H, d, J = l. 1Hz) , 7. 3 2-7. 42 (2H, m) , 
7. 37 (1H, d, J = l. 1Hz) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
^77fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 2— Me — 5-Me — Ph ; n= 2) 

X HNMR (CDC 1 ,) 6:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz), 2. 00-2. 12 (1H, m) , 2. 03 
(3H, s) , 2. 39 (3H, s) , 2. 81 (1H, ddd, J = 3. 8, 
6. 0, 8. 4Hz) , 3. 56 (1H, dd, J = 8. 4, 14. 1Hz) , 
10 3. 5 9 (1H, dd, J = 3. 8, 14. 1Hz) , 5. 95 (1H. s) , 
6. 70-6. 74 (1H, m), 7. 08 (2H, s) , 7. 36 (1H, s 
), 7. 38-7. 48 ( 2 H, m) , 8. 08-8. 12 ( 1 H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

15 mt&M 10 6 

it&mm 1087 owm 

y7XfW?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 8 : i-Pr ;R 4 :H 
; R 5 : 3-Me-4-Me-Ph ; n=2) 
X HNMR (CDC1 3 ) <5 : 0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz), 1. 75-1. 89 (1H, m), 2. 29 
(3H, s) , 2. 30 (3H, s) , 3. 07 (1H, dd, J = ll. 4, 
14. 3Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
1 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 5. 78 ( 1 H, s 
), 6. 73-6. 77 ( 1 H, m) , 7. 11-7. 21 ( 3 H, m) , 7. 
25 3 3 - 7 . 4 0 ( 2H, m) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 
5?77r^7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R S : 3-Me-4-Me-Ph;n = 2) 
*HNMR (CDC 1 3 ) «5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz), 1. 93-2. 06 (1H, m) , 2. 26 
(3H, s) , 2. 28 (3H, s) , 2. 96 (1H, ddd, J = 3. 6, 
5. 8, 9. 0Hz) , 3. 45 (1H, dd, J = 9. 0, 14. 5Hz) , 
3. 51 (1H, dd, J = 3. 6, 14. 5Hz) , 5. 76 (1H, s) , 

5 6. 91-6. 94 (1H, m), 7. 04 (1H, dd, J-l. 6, 7. 8 
Hz) , 7. 10 (1H, s) , 7. 14 (1H, d, J = 7. 8Hz) , 7. 
42-7. 49 (2H, m), 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 344 [M+H] + 

io mmm 107 

4k&MM 1 0 9 0 <DWk 

y7Xfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4 -Me -P h ; n = 2) 
*HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

15 8 (3H, d, J = 6. 7Hz), 1. 70-1. 90 (1H, m), 2. 31 
(3H, s) , 3. 05 (1H, dd, J = ll. 4, 14. 4Hz) , 3. 4 
3 (1H, dd, J = 2. 3, 14. 4Hz), 3. 47-3. 55 (1H, m 
), 5. 88 (1H, s) , 6. 71-6. 74 (1H, m) , 7. 03 (1H 
, dd, J = l. 5, 7. 7Hz) , 7. 11 (1H, dd, J = l. 5, 10 

20 . 6Hz) , 7. 20 (1H, dd, J = 7. 7, 10. 6Hz), 7. 37- 
7. 41 ( 2 H, m) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
i?7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R s : 3-F, 4 -Me -P h ; n= 2) 

25 'HNMR (CD C 1 3 ) <5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 11 (1H, m), 2. 28 
(3H, s), 2. 97-3. 05 (1H, m), 3. 35-3. 50 (2H, 

m), 5. 81 (1H, s), 6. 92-7. 00 (2H, m), 7. 03 (1 
H, d, J = 10. 8Hz) , 7. 16 (1H, dd, J = 7. 7, 10. 8H 
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z ) , 7 . 49-7. 51 ( 2 H, m) , 8. 14-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 348 [M+H] + 



mmm i o 8 

5 \K%®mi 0 9 2(DMm 

^7XfPtT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 4-F-3-Me-Ph;n = 2) 

J HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 2. 30 
10 (3H, d, J F _„=1. 9Hz), 3. 06 (1H, dd, J = ll. 3, 1 
4. 2Hz) , 3. 44 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 49 
(1H, ddd, J = 2, 3, 4. 9, 11. 3Hz) , 5. 83 (1H, s) 
, 6. 69-6. 74 ( 1 H, m) . 7. 01-7. 08 ( 1 H, m) , 7. 1 
5-7. 22 (2H, m) , 7. 3 6-7. 4 3 (2H, m) , 8. 12-8. 
15 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 48 [M+H] + 
^TXxI^T-b (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R s : 4-F - 3-Me-Ph ; n = 2) 
'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
20 9 (3H, d, J = 6. 7Hz), 1. 88-2. 03 (1H, m), 2. 2 7 
(3H, d, J F _ H =1. 9Hz) , 2. 97 ( 1 H, ddd, J = 3. 5, 5 
. 7, 9. 0Hz) , 3. 43 ( 1 H, dd, J = 9. 0, 14. 3Hz) , 3 
. 47 (1H, dd, J = 3. 5, 14. 3Hz), 5. 79 (1H, s), 6 
. 89-6. 91 ( 1 H, m) , 6. 91-7. 03 ( 1 H, m) , 7. 07- 
25 7. 17 ( 2 H, m) , 7. 45-7. 51 (2H, m), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 3 48 [M + H] + 



mmm 1 o 9 
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tt&toMi o 9 4<dMM 

yJXfl^tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-F, 4-F-Ph ; n = 2) 

*HNMR (CDC 1 3 ) 8 : 0. 98 (3H, d, J = 6. 4Hz), 0. 9 
5 9 (3H, d, J = 6. 4Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 04 
(1H, dd, J = ll. 9, 14. 2Hz) , 3. 46 (1H, dd, J = 2 
. 2, 14. 2Hz), 3. 45-3. 54 ( 1 H, m) , 5. 93 (1H, s 
) , 6. 65-6. 90 (2H, m), 7. 05-7. 20 (2H, m), 7. 
39-7. 48 (2H, m) , 8. 13-8. 20 (1H, m) 
. 10 FAB-MS (m/e) : 3 5 2 [M + H] + 

y7Xfl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-F-Ph ; n = 2) 

'HNMR (CDC1 3 ) 5:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
1 (3H, d, J = 6. 4Hz) , 1. 8 8-1. 9 9 (1H, m) , 2. 97 
15 -3. 05 (1H, m), 3. 35-3. 42 (2H, m) , 5. 83 (1H, 
s) , 6. 95-7. 01 (2H, m) . 7. 05-7. 25 (2H, m) , 7 
. 50-7. 55 (2H, m) , 8. 15-8. 20 (1H, m) 

FAB -MS (m/e) : 3 5 2 [M+H] + 



20 mmm 1 1 o 

jfrtm 1095 omm 

VTZrl'^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1 -Ph ; n=2) 
J HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 7. OHz), 1. 0 
25 0 (3H, d, J = 7. OHz), 1. 75-1. 90 (1H, m), 3. .05 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 46 (1H, dd, J = 2 
. 3, 14. 8Hz) , 3. 4 5-3. 5 2 (1H, m) , 5. 96 (1H, s 
), 6. 70-6. 77 (1H, m), 7. 11 (1H, d, J = 8. 3Hz) 
, 7. 30 (1H, dd, J = l. 7, 8. 3Hz) , 7. 3 9-7. 4 7 (3 
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H, m) , 8. 1 4-8. 1 7 (1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 
y7Xf^-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1 -Ph ; n=2) 
5 *HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 7. 0Hz) , 1. 0 
1 (3H, d, J = 7. 0Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 07 (1H, m) , 3. 3 5-3. 4 2 (2H, m) , 5. 80 (1H, 
s), 6. 92-6. 97 (1H, m), 6. 99 (1H, d, J = 8. 2Hz 
) , 7. 18 (1H, d, J = 10. 2Hz) , 7. 36 (1H, dd, J = 8 
10 . 2, 10. 2Hz) , 7. 48-7. 55 (2H, m) , 8. 12-8. 20 
(1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 

mmmi 1 1 

15 fc&MM 1 0 9 6 (DUm 

^T7fl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 

;R 5 : 3-Cl-4-Cl-Ph;n = 2) 
'HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 6Hz) , 1. 7 7-1. 8 4 ( 1 H, m) , 3. 04 
20 (1H, dd, J = ll. 8, 14. 6Hz) , 3. 46 ( 1 H, dd, J = 2 

. 3, 14. 6Hz) , 3. 4 5-3. 5 2 (1H, m) , 5. 94 (1H, s 

) , 6. 6 9-6. 7 3 (1H, m) , 7. 22 (1H, dd, J = l. 9, 8 

. 3Hz) , 7. 3 9-7. 44 (2H, m) , 7. 48 (1H, d, J = 8. 

3Hz) , 7. 56 (1H, d, J = l. 9Hz), 8. 14-8. 18 (1H 
25 , m) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
VTT.TV-t^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
;R 5 : 3-C 1 -4-C 1 -P h ; n=2) 
: HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), l. 0 
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1 (3H, d, J=6. 8Hz) , 1. 8 7-1. 9 8 (1H, m) , 3. 02 
(1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 38 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 43 (1H, dd, J = 3. 6, 14. 4H 
z) , 5. 83 (1H, s) , 6. 93-6. 97 (1H, m) , 7. 08 (1 
5 H, dd, J = l. 9, 8. 3Hz) , 7. 42 (1H, d, J = 8. 3Hz) 
, 7. 48 (1H, d, J = l. 9Hz) , 7. 5 0-7. 5 6 (2H, m) , 
8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 



io nmm 112 

tt&mm 1100 q®m 

^7XT^7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 :3-Me, 4-MeO-Ph ; n = 2) 
X HNMR (CD C 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
15 8 (3H, d, J = 6. 8Hz), 1. 75-1. 85 (1H, m), 2. 24 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 50 ( 1 H, ddd, 2. 

2, 4. 8, 11. 4Hz) , 3. 86 (3H, s) , 5. 75 (1H, s) , 

6. 7 5-6. 7 8 (1H, m) , 6. 86 (1H, d, J = 8. 4Hz) , 7 
20 . 14 (1H, d, J = 2. 0Hz) , 7. 19 (1H, dd, J = 2. 0, 8 

. 4Hz), 7. 35-7. 38 (2H, m), 8. 11-8. 14 (1H, m 

) 

FAB-MS (m/e) : 3 6 0 [M + H] + 
y77rl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
25 ; R 6 :3-Me, 4-MeO-Ph ; n = 2) 

*HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 95-2. 05 ( 1 H, m) , 2. 21 
(3H, s) , 2. 92-3. 01 ( 1 H, m) , 3. 40-3. 55 (2H, 
m) , 3. 84 (3H, s) , 5. 76 (1H, s) , 6. 82 (1H, d, J 
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= 8. 3Hz), 6. 92-6. 96 (1H, m) , 7. 08 (1H, dd, J 
= 2. 3, 8. 3Hz) , 7. 12 (1H, d, 5 = 2. 3Hz) , 7. 44- 

7. 47 (2H, m), 8. 12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

5 

mmm 113 
ft&mm 1103 omm 

i?7ZTU**?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-MeO-4-MeO-Ph ; n = 2) 
10 'HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 7 (1H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, 3 = 2 

. 0, 14. 3Hz) , 3. 52 (1H, ddd, J = 2, 0, 5. 0, 11. 

4Hz) , 3. 86 (3H, s) , 3. 93 (3H, s) , 5. 80 (1H, s 
15 ), 6. 75-6. 8 0 (1H, m) , 6. 89 (1H, d, J = l. 7Hz) 

, 6. 93 (1H, d, J = 8. 3Hz) , 7. 00 (1H, dd, J = l. 7 

, 8. 3Hz), 7. 38-7. 43 (2H, m), 8. 13-8. 16 (1H 

, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 
20 -JTTs'rV^-h (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-MeO-4-MeO-Ph;n=2) 

'HNMR (CDClg) 6:0. 96 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 92-2. 07 (1H, m), 2. 98 
(1H, ddd, J = 3. 5, 5. 7, 9. 2Hz) , 3. 45 (1H, dd, 
25 J = 9. 2, 14. 4Hz) , 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z) , 3. 84 (3H, s) , 3. 90 (3H, s) , 5. 80 (1H, s) , 
6. 83 (1H, dd, J = l. 7, 8. 4Hz), 6. 87 ( 1 H, d, J = 

8. 4Hz), 6. 92 (1H, d, J = l. 7Hz), 6. 93-6. 97 ( 
1H, m), 7. 44-7. 51 (2H, m), 8. 13-8. 17 (1H, m 
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) 

FAB-MS (m/e) : 3 7 6 [M+H] + 

mmm 114 

y*7XfW-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4-Me t hy 1 ened i oxy 1 -Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 3 - 1. 8 8 (1H, m) , 3. 05 
10 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) . 3. 46-3. 53 (1H, m) , 5. 79 (1H, s 
) , 6. 00 (2H, s) , 6. 78-6. 83 (1H, m) , 6. 84-6. 
90 ( 3 H, m) , 7. 37-7. 41 (2H, m) , 8. 11-8. 15 (1 
H, m) 

15 FAB-MS (m/e) :3 6 0 [M+H] + 

Vy^J-V^-h (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 6 : 3, 4-Me thy 1 ened i oxy 1 -Ph ; n = 2) 

X HNMR (CDC 1 3 ) d:0. 96 (3H, d, J = 6. 8 Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 04 (1H, m) , 2. 98 

20 (1H, ddd, J = 3. 5, 5. 7, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 1Hz) , 3. 48. (1H, dd, J = 3. 5, 14. 1H 
z) , 5. 77 (1H, s) , 5. 99 (2H, s) , 6. 75 (1H, dd, 
J = l. 5, 8. 0Hz) , 6. 80 (1H, d, J = 8. 0Hz), 6. 87 
(1H, d, J = l. 5Hz), 6. 95-6. 99 (1H, m) , 7. 46- 

25 7. 5 1 (2H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 



mmm 1 1 5 
tt&mw 1105 para 
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y77fV^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :3, 4-Ethy lenedioxy 1-Ph;n=2) 
X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (IK, m) , 3. 05 
5 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2, 2, 4. 8, 11. 
5Hz) , 4. 30 (4H, s) , 5. 76 (1H, s) , 6. 78-6. 83 
(1H, m) , 6. 83 (1H, dd, J = l. 9, 8. 3Hz) , 7. 35- 
7. 42 (2H, m) , 8. 11-8. 15 (lH.m) 
10 FAB-MS (m/e) : 3 7 4 [M + H] + 

y7^Tl/tT-b (Ar:Ph;R x :H;R 2 :H;R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4 -E t h y 1 e n e d i o x y 1 -P h ; n= 2) 
X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (lH.m), 2. 97 
15 (1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 42 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 48 ( 1 H, dd, J = 3. 5, 14. 3H 
z) , 4. 27 (4H, s) , 5. 73 (1H, s) , 6. 77 (1H, dd, 
J = l. 9, 8. 6Hz) , 6. 85 ( 1 H, d, J = 8. 6Hz) , 6. 87 
(1H, d, J = l. 9Hz), 7. 42-7. 51 (2H, m), 8. 11- 
20 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 7 4 [M + H] + 

nmm 1 1 6 

jt^Ml 1 1 lg>gjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
25 :H; R 5 : 3-F, 4-MeQ-Ph ; n = 2) 

L HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 04 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 3. 90 (3H, 
s), 5. 79 (1H, s), 6. 92-6. 97 (2H, m), 7. 15 (1 
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H, dd, J = l. 3, 11. 6Hz) , 7. 48-7. 51 (2H, m) , 8 
. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 



5 mmm 1 1 7 

tt&mW 1 1 5 8 OgiS (3 --fvyPtf;!/- 7 -~ hp- 5-7x~;i/2, 3 
, 4, 5, -rh7bHP-lH-l A 6 , A-^yJ^T-MM >- 1, 1-3? 

2-^P ; E-5-nhD-glStl 0. Og (4 0. 6mmo 1) fcJfifb?- 
10 ^n;i/6. 0ml £inx.> 1 2 0 < CT3B#PBWPiiSdttLfc^ S^*«i*«£ET 
fciftHSLfc. SSfc7-y-;U*3 0. Omljq*., ^T^bT;U5^A6 
. 48g (4 8. 7mmol) SM, 1 6 0^T 5l$WinflMft#L&. »^ 

>f- (A+1t> :^mx^;VX7.x;i/=4 : 1) fc^OSIfiU 

5 -r. hP7xX;i/) (7x-JW ;**/>8. 3g («: 6 1%) £&Jt6 

^NMR (CDC 1 3 ) (5:3. 90 (3H, s), 6. 97 (2H, d, J 
20 =9. 0Hz) , 7. 77 (2H, d, J = 9. 0Hz) , 7. 85 (2H, d 
, J = 9. 5Hz), 8. 16-8. 20 (2H, m) 
FAB-MS (m/e) : 3 3 6/3 3 8 [M + H] + 
XmimZtltc (2 -yp^E-5 -XhP7x-;i/) (7x"JW 
2. 60g (7. 7 3mmol) O^WWPATS H»« (3 0ml) 
25 t-y^;i/ N— i2-^)V-l- U)V7t-)V*=?)1) -/ptf;w #;w\* 
*-h3. 0 g (11. 4mmo 1) 8»fc&yC7A2. 09g (15. lmmo 

i) 1 2 ox:T'2mmmmm&vtc. m\m.ikT>=E-o&*®m&m 
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tco m&fc4Nmt*mi, 4 (10. omo ^m^mr 
-m#u jRjts«Ftt*«ffiTK:»ieufc. mmz2, 6-jv^> (20. 0 

ml) £jjn?L Wmit (10. 0ml) £*Jnbfc. »r^7^ ig£%£3B# 

5 tt*w»x5 t ;i'T2iaiiiimbfc. m^^ajti^»^7X^-r»L, mm 

DYh^- (A*+h> : St^X^X/Wl^ : 1) fc«fcD«f»U 3 
-fV7 , n^-7--hD-5-7xZjl/-2, 3 -yk h'D - 1, 4-^> 
l/^Tif fc!> 1 . 6 5 g (JR* : 60%) S&jStfiifttttoi: bT#£. 

10 'HNMR (CDC1 3 ) <5 : 0. 95 (3H, d, J = 6. 7 Hz) , 1. 0 
5 (3H, d, J = 6. 6Hz) , 1. 95-2. 10 (1H, m) , 2. 89 
-2. 99 (1H, m), 3. 42 (1H, dd, J = l 1. 2, 12. 0Hz 
), 3. 62 (1H, dd, J = 3. 7, 11. 2Hz) , 3. 84 (3H, s 
) , 6. 90 (2H, d, J = 8. 9Hz) , 7. 52 (2H, d, J = 8. 9 

15 Hz) , 7. 76 (1H, d, J = 8. 3Hz) , 7. 99 ( 1 H, d, J = 2 
. 6Hz) , 8. 19 (1H, dd, J = 2. 6, 8. 3Hz) 
FAB-MS (m/e) : 3 5 7 [M + H] + 

IS 2 mZtltz 3 --fV^Dt!)!/- 7 -XhD- 5 2, 3-i? 

fcKo-1, 4-^> s /^7iftf> 1. 5 8g (4. 43mmol) ®fh7 
20 hFD77>«10mll:h'J7)I/tDSi (3. Om 1 ) JSttSJnA, 30 
KiflKft;*** (l. 0ml) $l5Ot;0M«Lfc. »i&7^, ig^ft 

ssat-ftiflib, 1 0 xj-tmm* v u nfn«7jc^^ h u * 

25 * (10. 0ml) £fln*-> MM*2 8 8mg^itlO < C0^T^»J[lt 
*7A^OYh^77^- (A=H?-> : Ri?X5 1 ;i'XX7 1 ^= 1 : 1) fc«fcB«f 
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IU 3--TV7°Plf;V-7-- hP-5-7x-;U2, 3, 4, 5, -fh7 
tHP-lH-H 6 , 4-^>V5 1 7-k*t:>- 1, 1 -VtXDVTZr-U* 
T-a (4 0 8mg) *5j;tfb (5 3 0mg) *»Hfe©ffll«*^fetL/T#fc 

o 

5 y7Xfl/t7-a 

'HNMR (CDC1 3 ) 5:0. 95 (3H, d, J=6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 70-1. 81 (1H, m) , 3. 01 
(1H, dd, J = ll. 4, 14. 0Hz) , 3. 37 (1H, dd, J = 2 
. 3, 14. 0Hz) , 3. 44 (1H, ddd, J = 2. 2, 5. 0, 11. 
10 4Hz) , 3. 85 (3H, s) , 5. 71 ( 1 H, s) , 5. 88 ( 1 H, d 
, J = 2. 3Hz) , 6. 51 (1H, dd, J = 2. 3, 8. 4Hz) , 6. 
94 (2H, d, J = 8. 6Hz) , 7. 31 (1H, d, J = 8. 6Hz) , 
7.8 8 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 36 1 [M + H] + 
15 S?7XfW-b 

'HNMR (CDClj) 6:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 85-1. 99 (1H, m) , 2. 90 
-3. 00 (1H, m), 3. 30-3. 40 (2H, m), 3. 8 2 (3H, 
s) , 5. 73 (1H, s) , 6. 08 ( 1 H, d, J = 2. 4Hz) , 6. 6 
20 1 (1H, dd, J = 2. 4, 8. 5Hz) , 6. 90 (2H, d, J = 8. 6 
Hz) , 7. 26 (1H, d, J = 8. 6Hz) , 7. 89 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 36 1 [M+H] + 

25 

mmm us 

fc&WJ 115 7 

y7XT^-a (Ar : 7-N02-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 : 4 -Me O-P h ; n= 0) 
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*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
6 (3H, d, J =6. 8Hz), 1. 65-1. 78 (1H, m) . 2. 49 
(1H, dd, J = 10. 3, 13. 9Hz) , 2. 98 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 06 (1H, m) , 3. 86 (3H, s) , 5. 4 
5 8 (1H, s) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 33 (2H. d 
, J = 8. 8Hz) , 7. 49 (1H, d, J = 2. 5Hz), 7. 75 (1H 
, d, J = 8. 4Hz) , 7. 92 (1H, dd, 3=2. 5, 8. 4Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 
y7Xrl/t7-b (A r : 7-N0 2-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
10 Pr;R 4 :H; R 5 : 4-MeO-Ph ; n=0) 

'HNMR (CD C 1 3 ) (5:0. 93 (3H, d, J = 6. 7Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 90-2. 10 (1H, m) , 2. 75 
-2. 85 (1H, m), 2. 90-3. 05 (2H, m), 3. 84 (3H, 
s) , 5. 64 (1H, s) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 2 
15 5 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d, J = 8. 5Hz) , 7 
. 63 (1H, d, J = 2. 3Hz) . 7. 93 ( 1 H, dd, J = 2. 3, 8 
. 5Hz) 

FAB-MS (m/e) : 3 5 9 [M+H] + 

20 mmm 119 

fc&mW 115 9 <DWk 

y77rl/t-7-a (Ar : 7-N3-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : 4 -Me O-P h ; n= 2) 
*HNMR (CDCI3) 5:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
25 6 (3H, d, J = 6. 8Hz), 1. 70-1. 82 (lH.m), 3. 05 
(1H, dd, J = ll. 8, 14. 0Hz) , 3. 41 (1H, dd, J = 2 
. 0, 14. 0Hz) , 3. 48 (1H, ddd, J = 2. 0, 5. 0, 11. 
8Hz) , 3. 85 (3H, s) , 5. 73 (1H, s) , 6. 31 (1H, d 
, J = 2. 4Hz) , 6. 96 (2H, d, J = 8. 5Hz) , 7. 03 (2H 
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, dd, J = 2. 4, 8. 4Hz) , 7. 29 (2H, d, J = 8. 5Hz) , 
8. 12 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 84 [M+H] + 
^TXf^-b (Ar : 7-N3-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
5 r;R 4 :H; R 5 : 4 -Me O-P h ; n = 2) 

J HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m), 3. 82 (3H, 
s) , 5. 76 (1H, s) , 6. 54 (1H, d, 3 = 2. 2Hz) , 6. 9 
10 2 (2H, d, J = 8. 6Hz) , 7. 09 (1H, dd, 3 = 2. 2, 8. 5 
Hz) , 7. 23 (2H, d, J = 8. 6Hz) , 8. 13 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 3 8 7 [M+H] + 

15 mmm 1 2 0 

JWftflll 1 6 4(Dmm (Ar : 7-MeO-Ph ; R 1 : H ; R 2 : H ; R 3 : 

i-Pr ;R 4 ;H; R 5 :Ph;n = 0) 
*HNMR (CDC 1 3 ) <5:0. 94 (3H, d, J = 6. 8 Hz) , 0. 9 

5 (3H, d, J=6. 8Hz) , 1. 5 5 - 1. 7 5 (1 H, m) , 2. 38 
20 (1H, dd, J = 10. 8, 13. 8Hz) , 2. 84 (1H, dd, J = 2 

. 1, 13. 8Hz) , 3. 00-3. 08 ( 1 H, m) , 3. 58 (3H, s 

) , 5. 66 (1H, s) , 6. 14 (1H, d, 3=2. 7Hz) , 6. 62 

(1H, dd, J =2. 7, 8. 3Hz), 7. 25-7. 45 (5H, m), 

7.5 6 (1H, d, J = 8. 3Hz) 
25 FAB-MS (m/e) : 3 14 [M+H] + 

mmm 1 2 1 
tt&mw 1279 omm. 

mfVtT-a (Ar : 3, 4-Pyr idyl ; R 1 : H ; R 2 :H; R 3 
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: i-Pr ;R 4 :H; R 5 : Ph ; n=0) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 6 7- 1. 8 0 ( 1 H. m) , 2. 46 
(1H, dd, J = 10. 5, 14. 1Hz) , 2. 98 ( 1 H, dd, J = 2 
5 . 1, 14. 1Hz) , 3. 10 (1H, ddd, J = l. 9, 4. 9, 10. 
5Hz) , 5. 54 (1H, s) , 6. 64 (1H, d, J = 6. 0Hz) , 7 
. 35-7. 46 (5H, m), 8. 21 (1H, d, J = 6. OHz), 8. 
7 8 (1H, s) 

FAB-MS (m/e) : 2 8 5 [M+H] + 
10 3?77fW7-b (Ar : 3, 4-Pyr idy I ; R 1 : H; R 2 : H ; R 3 
: i -P r ; R 4 : H ; R 5 : P h ; n= 0) 

X HNMR (CDC 1 3 ) 6:0. 9 4 (3 H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 6Hz) , 2. 00-2. 12 ( 1 H, m) , 2. 75 
-2. 85 (1H, m) , 2. 9 5-3. 0 0 (2H, m) , 5. 64 (1H, 

15 s) , 6. 80 (1H, d, J = 5. 9Hz) , 7. 2 8-7. 4 3 (5H, m 
) , 8. 23 (1H, d, J = 5. 9Hz) , 8. 66 (1H, s) 
FAB-MS (m/e) : 2 8 5 [M + H] + 

mmm 122 
20 %&mm i28i <Dum 

^7^T^-a (Ar : 3, 4-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R 6 : 4-PhCH20-Ph ; n = 0) 
'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

6 (3H, d, J = 6. 9Hz) , 1. 6 5-1. 8 0 (1H, m) , 2. 45 
25 (1H, dd, J = 10. 4, 14. OHz), 2. 94 ( 1 H, dd, J = 2 

. 0, 14. OHz) , 3. 10 (1H, ddd, J = 2. 0, 4. 9, 10. 
4Hz) , 5. 10 (2H, s) , 5. 46 (1H, s) , 6. 69 ( 1 H, d 
, J = 5. 9Hz) , 7. 04 (1H, d, J = 8. 7Hz) , 7. 29-7. 
47 (5H, m), 7. 28 (1H, d, J = 8. 7 Hz), 8. 22 (1H, 
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d, J = 5. 9Hz) ,8.76 ( 1 H, s) 

FAB-MS (m/e) : 3 9 1 [M + H] + 
yJXf^Y-b (Ar : 3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
:i-Pr;R 4 :H; R 5 : 4— PhCH20— Ph ; n = 0) 
5 X HNMR (CDC1 3 ) <5:0. 95 (3H, d, J = 5. 7Hz), 0. 9 

5 (3H, d, J = 5. 7Hz), 1. 98-2. 10 (1H, m), 2. 71 
-2. 82 (1H, m), 2. 95-3. 00 (2H, m), 5. 08 (2H, 
s) , 5. 58 (1H, s) , 6. 82 (1H, d, J = 5. 8Hz) , 7. 0 
0 (2H, d, J = 8. 7Hz) , 7. 1 0 (2H, d, J = 8. 7Hz) , 7 

10 . 2 5-7. 4 3 (5H, m) , 8. 23 (1H, d, J = 5. 8Hz) , 8. 

6 5 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M + H] + 

nmw 1 2 3 
15 tt&mm 1288 omm. 

^7Xfl/*7-a (Ar : 2, 3-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 :Ph;n = 0) 
X HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 4Hz) , 0. 9 

7 (3H, d, J = 6. 4Hz), 1. 70-1. 80 ( 1 H, m) , 2. 64 
20 (1H, dd, J = 9. 8, 14. 1Hz), 3. 01 (1H, dd, 3=2. 

1, 14. 1Hz) , 3. 02-3. 12 (1H, m) , 5. 44 (1H, s) 
, 6. 85 (1H, dd, J = 2. 0, 7. 9Hz) , 6. 95 (1H, dd, 
J = 4. 8, 7. 9Hz) , 7. 3 0-7. 4 3 (5H, m) , 8. 29 (1H 
, dd, J = 2. 0, 4. 8Hz) 
25 FAB-MS (m/e) : 2 8 5 [M+H] + 

S?7XfWtT-b (Ar : 2, 3-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R 5 :Ph; n = 0) 

*HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 2Hz) , 0. 9 
6 (3H, d, J = 6. 6Hz), 1. 86-2. 01 (1H, m), 2. 80 
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-2. 90 (1H, m) , 3. 05-3. 11 (2H, m), 5. 56 (1H, 
s), 6. 92-6. 96 (2H, m) , 7. 28-7. 42 (5H, m), 8 
. 28-8. 30 (1H, m) 
FAB-MS (m/e) : 2 8 5 [M+H] + 



mmm 1 2 4 

ik^ffl 12 9 1 <DW& (A r : 5 , 6 - P y r i d y 1 ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 0) 

X HNMR (CDClj) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 7 Hz) , 1. 65-1. 80 (1H, m), 2. 48 
(1H, dd, J = 10. 8, 14. 1Hz) , 2. 9 5-3. 0 5 (2H, m 
) , 5. 68 (1H, s) , 7. 02 <1H, dd, J=4. 7, 7. 6Hz) 
, 7. 2 7-7. 4 6 (5H, m) , 7. 88 (1H, dd, J = l. 7, 7. 
7Hz) , 8. 32 (1H, dd, J = l. 7, 4. 8Hz) 
15 FAB-MS (m/e) : 2 8 5 [M+H] + 

20 iTObffJi 

fb^t/M 1116 co^b^ti 4 5 ($) 

nmtik-?>f*^k. 1 5 

?L» 7 5 



5 



1116 

» 1 5 



4 5 W) 
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%m i6 

fcfltt-fe^n-;* 2 l 
5j?Utrn;V7jm~;i/ 3 
389*3 0 

5 S^-CE^im WISlT^il, &^T~m\LT 1 4 1 ~ 1 7 7 Mm 
SS^JCTJ3 

mmim2<D%&T*&znrcmmi<D9 o^n^iT^itttj^-71 og& 
m m ± <o m m pi tt 
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it & <d n 

1. HftSEl] 




[5£*> R^tfR'ttRHXttftfcoT, tK*^ C 1 -C 3 7;Wl'*, 

5 R'tt**^^ c a -c 6 r;^;i/S (fib, n-^hSttBK) , 

7U-MJ^-;^+^ N-7U-^7.;^-^75y«, N-7'J 

15 -;i/7.;i/^-;i/75y c 1 -c 6 7M^75/i, n-7U-;1/7.;^-;1/7S 
/ c x - c ! o rn^rM)vn^ im. n - 7 u -;kx;i^-;P7 5 / c x - c 6 
7;w3^^*;u^-;i/^, 7V—frW7T 70-^x^77^;!/ 
7U-;i/7.;i'77' ; E<;i/C 1 -c 10 7;i/^;i/yj;wt ; &-i';us, 7U— 
t ^ ;uc x - c 6 7)V3*ri/%)V#=.)V& n - 7 u -;i/7j;wt^-r ;u 
20 7n^;H, 7a*->X, N-7P-f;P*. N— ( N-7n-r;i/7$y) c 
,-Cj 0 7;p+;i/*;w? ; e-r n - 7 d-t ;kt 5 y c x - c 6 7)Vn*i,ti)\, 
#-)m. c 2 -c 6 7)V^y-()vm. c 2 -c 6 7;^y-r;p^^ n-c 2 
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-c 6 7)vti^-()V7^ym, n, N-$?-c a -c.7;k&/-r;v7$/ak n 

-Ci-CeTJHrjl/T^/S, N, N-S>- C,-C 6 7;Wl'7$ /S, N-C 

1 -c 10 7;i'*;kfr;w\* ; &'f;i/&, n, n-v- c l -Cj 0 7;i'*;i'#;wx i E-'r 

JPS, N-C 2 -c 6 r;^n;^;i/;w;^ n, 0,-0,7;^= 

6 7;vn c j - c x 0 7;v* ;kfr;VAVE-r n - c x - c 6 7;va*^*^# 
n;pc : - c 10 T)V*?)Vji)Vrt s E'()V2L n - c x - c 6 7;U3^^;^n;i/7 
5 / c x - c x o 7;i^;kfr;w w ;u»> n - c a - c 6 * ;pfc;U7 
5yCx-c 6 7;pn^^;i/#-;i/», c r c 6 7wm n-Cx-c 6 

10 7;i/^;ux;U7 7 ; e-r;^ n, N->?-c 1 -c s 7;wi/x;U77 ; e'T;^ 
. c 1 -c 6 7;^;^;P7^-;i/36, c r c 6 7HK^-JH, Cx-c 6 
T)Vn*><m, c 1 -c 6 7;vn^F>>^;i/3}?-;i'*, ts/Cj-c^w^ 

^;U^-JI/S, N-C 3 -C 6 ^D7W75;S, N, N-v-C 3 -C 6 
y^D7W7$yS, C 3 -C 6 i/^o7Wt+yS, N-C 3 -C 6 -> 
15 ^□7MMM ; E'rJH, N, N->?- C 3 - C 6 y^ n?;^^/^ 

m?Rzm : mwi=?frt>tz2>w& d ji^nsmmic^ & 1 st^Msfc o 1 u 5 <@ 

EH^t, < \tft&m<Dffin&L< ttTOfP© C x - C B msm&. C a - C 6 7*3 
20 C 1 -C 6 7MWS, N-Cx-C a 7JW75yi, N-Cx- 

C 6 7)l*)Vll ;Wt^E < N - C x - C 6 7 JVJrJlttX ;Wt^E-f £ 75: 

7 - Ci 5 &*3f#atg:3o* 5 < \t 6 mo^s^ssb < ra^nc^ italic 

25 -r*lfcV>l,3jRtt©tt*3SF#5taS (5X«6M©itm^*»<. ) , 

Aril TkSfSJg^ 7v*F^ 75 AM^-f XJWtt-UVTS 

-bum* ;\u*f>m?. tKD^/s, &jvs.)im, **$;u75 
/*> »«©tti»^b<tt^«^oc3-c B i&teaiai, 75H;n, n-7^ 
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N-7?;i/*;i/#;w\^;i^ tv-)V&> n-7U-;p 
75/g> N, N-5?7U-JW7$/*, 7U-;^*->*, 7U-;i^;i/*~ 
7 , J-;P7>;p^n;i/^vS, N-7U-;^;i/^-;i/7$ys, n-7 
5 >j-;V7,;i/*r:;i/7s/c 1 -c 6 7;wi/7sy^ N-7U-;i/x;i/*=;P7 
s y c ! - c j o 7 ; ^A^-r n - 7 U -;v;ui^ - ;W7 syc^c 

7U-;i/x;w7 7 ; e<;i'C 1 -c 1 o7;wi'*;^w;i/S, 7U 
-;i^x;P7 r t-f a - c 6 7;i/3*'>:fr;M^;i/5£, n - 7 u -;w*;wt i E'f 

10 )Vm. TD^JVS, 7D+yI, N-70-f;WS, N— ( N-7n-f;KT5 /) 
C 1 -C 10 7JW*M ; 6'fJl'i, N-7D^Jl/75/C 1 -C 6 7;V3^ 

c 2 -c 6 7;i/^y-r;vs, c 2 -c 6 7;i/#y-r;M-*e/a, n-c 

2 -C 6 7W^^7$;i, N, N-y-C 2 -C 6 7;Wy-fJV75;i, 
N-C 1 -C 6 7;i/+;i/757^ N, N-^-Ci-C^il/WS;!, N- 
15 Cj-CioTJP^M^M, N, Cx-Cx.TJWAMt 

N-c 2 -c 6 7;^-;^;ww;i/»» n, N->>-c 2 -c 6 7;Hr 
^t^jjWN^;^ N-7sy c 1 -c 10 7;w^;v/N* a E-r;vs, n-c x 
- c 6 7;i/n^>'C j - c 10 7)^)Vts)vn^ n- c , - c 6 7;v-n^># 
c ! - c ! o 7jp+jw ^/t^-f n - c , - c 6 7)vn * z/tuvtf- 
20 ;P7^7c 1 -c 10 7;WP*;WN ,; E-r;us, N-c 1 -c 6 7;i/=i^>'^;u#^ 

^75 y C 1 -C 6 7^^->*M^S, C,-C 6 7»fti, N-Ci 

-c 6 7;^;ux;i/7 7 ; t-r;V'S, n, n-^-c^Cs?^^?^ 
ji/*, c 1 -c 6 7;w^;i'X;i/7>f-;i/^ c 1 -c 6 7;v+;i/^;i/*-;i/«, c x 
-c 6 7;^^yi, c 1 -c 6 7;p3*->#;M*-;pa?, 75/c 1 -c 6 7;i'3 

25 ^">^;i/^-;WS, N-C 3 -C 6 y^D7W75;i> N, N-v-C 3 - 

c 6 ^D7^;i/75;i, c,-c 6 ^o7;wt*'>«, n-c 3 -c 6 

s yi7U7)V^rM)Vn^)V^ N, N-^-C 3 -C 6 '>^07;W^;Wt ; E 



WO 02/053548 PCT/JPOl/11267 

181 

um&L < fcftfcmotim^b < \t*ma<D c 2 - c 9 n«»> c 2 - c 6 r)vu 

C 6 7)]/*M)W^ N - C ! - C 6 TJWVtttlJW^ Jimfr 5 75: 
J8fRrfittEW6&S»j: D^^n^^M^* 1 3*#£& D 1 b 5 fg 

=rr«2&v>b3^©it£**aHHits (&u 5^b<&6A©*ss§gtg£ 

10 tl&^o 

15 ft^ti. 

~>7/S, -huM, Aoy>Sf, kHn*5/S, SH*©l&fB:g b 
20 <«^fP©C 3 -C 9 llilte^S, N-75;WP75/ai» 7^ 

u-;u*» n-7U-;p7$/s, 7U-;i^*>-g, 7U-;i/x;u^-;i/S, 
7 u vi, n - 7 u -)V*)i<*-)i7 $/Cj-c 6 7;^+ 
>>*;v^n;ps, 7U-^7.;i/7 7 ; e-f;^ 7'j-;^ji/7 7 ; E-f;w^i 
25 > 7U-;ux;i/7 7 ; &'f^c 1 -c 10 7;w^;w^-<;ps, 7U-;i/x;P7 
7 ; e-r;i/C 1 -c 6 7;vn^r^*;v^-;i/*. N-7y-;k&;w*E>r;wk 70 
-r;i^ 7o^->l ( n-7ck;i^ c 2 -c 6 7;^v-r;i/S, c 2 -c 6 7^ 
N-c 2 -c 6 7;^y-r;w7^ys, n, n-v-c 2 -c 
6 7)V*;-ov7^;m, n-c 1 -c 6 7;mup73-/* > n-c 1 -c 10 7;^ 
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;wtj;wwjnk n, N-e>- ^-c^JWi^wt^-T*;!^, n-c 2 

-C 6 7;i/^r:;i/^ jW^-r^S, N, N-^-C 2 -C 6 T;i/^-jl/^;wt ; E-r 

c i - c j o 7 )V3r)V% )vn^ )m, n - c ! - c 6 7;io n ;i/ c x - c 
5 10 7;WP#;UA**:-f;i/S, c 1 -c 6 7;wi/^;P7-f-;vs, c 1 -c 6 7;i/n 
c 1 -c 6 7;vn^->*;i'fcjw*, 7^/c 1 -c 6 7;W3^>^;i/3}? 

N-C 3 -C 6 ^D7W75/S, C 3 -C 6 ^P7MJW 
N-C,-C,*>^D7JI4WJWtt'fJH > -YS^/U^-^S, -f 5 

io t:^7v-jn, tf^u^n;!/*, ifDUy-M, trnu^S, ^wjy 

> ws?7y'j;vs, ^7!/u;ps, ^75>rvu;i>*, fxz;n, hU7 
yu;ps, kusw*, tf^rji^ bfus^~;vg, hu^v-^s, tf^ 

*;wxvu;wi, ^v*u=;p»» */u;ps, * 

^-7^U5?-;p«, 7it^H, 7zt*ty-;«, ^>\Af5*V 
20 u;p»> ^>i/**-y-vu;p«, ^>7>7i/u;i^ ^>y>U7i/u;ug, 

lfc^b3»tt©C 7 -C 1B lft*##8it*J&*, 7-t^75 1 W'r.;US, 7^ 
•7>^;i/S, 7>XU;i/^ Or^m 7xt>7U;H-e»D, 5^b< 

« 6 -r v**-!JVu;idk •fv^yyyjwfc ^^/um 

25 , a^yy;^ ^rvy;i>*. ^7^7 % /y;ug, ^x-;^, hU7i/u 
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, -<v*svm& -fv-r>Ku;wt, -f>^v*u;i^ -f>Hu;PS, -f>H 

*y*tHJ-;vg> ^yu;vs> 7pt-;i^ -fy^n-?-;^ 7 0;*-;i/ 

7xt>xu^;n, 7it>xo'j^n, ^>777-;n, ^ 

, ^>V*HJ7 > /U;i^ ^>777-;H, ytFP^>y77^MgL< 
a^fW>W->7x-MTJ&5»^ 1 fcgEfcOfc^Hj. 
10 6. ArtCfc^T, R3S*S5SS*^ 7x~m ^7^*T&D 

y7;i> -hnl, Aoy>If, kHn^>i, 
b<te^ffl©C 3 -C 9 jIgIft&g, 77J^JVS, N-7^;WP75/S> 7 

15 7;^M*->l, 7^;i/^;u*;p^-;i/*, N-Ty^vtuy^-iJim, 
7'J-;i/», N-TU-;W7^y», 7U-;^^->*, 7U-k;v*z;vs 
, 7U-;^;p*^**3/it, N-7U-;i^x;^-;i/T5y c 1 -c 6 7;i/3 
^v*;^-^*, 7U-;px^7 7 ; e^;1/*, rv-frxnryr&UVttis 
*, 7 'j-ii'7;i/77 ; &^;i/C r c 10 7^mm ; e^m, 7U-;p^;u 

20 77 ; e-r;i/C 1 -c 6 7;H3^^*;pfc;^ n-7'J-jwmhm, 7 
o-r;i/», 7n^yi, N-rn-fjl'S, c 2 -c 6 7;u^y-r;i/S, c 2 -c 6 
7iW/<JW+yI, N-C 2 -C 6 7;i/;*7/-f;U75/S, N, N-i?-C 2 

-c 6 7;^/-r;i/75y^ N-c r c 6 7W75;i, N-c r c 10 
7)V^-M)vn^)vm, n, n-s>- c 1 -c 10 7;i/+;i/^;w\^-r;i/S. n 
25 -c 2 -c 6 7;^-;i/^;wt^;^ n, N-> J -c 2 -c 6 7;i/^-;^;wt 
^)vm. N-75/c 1 -c 10 7;w^;wt ; e-r;i/S, N-c a -c 6 7;K3 
c l - c ! o 7)V^M)vn^ n - c » - c 6 7;m ^ts)V^ - t 
-c 10 7;w*;p*;wt^-r;^ c 1 -c 6 7;wvx;i/7^-;ws, Cj-Cj 
7^3 c 1 -c 6 7;i/3^^;i/^ 7 = ;c 1 -c 6 7;^=irv 
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tw^x;^ tr^u^-^s, tfous?-;^ trnu-^s, =e;v 

u;p», #*i^7y*u;i^ ^7y*u;vg, ^7^7y*u;i^ ^x-;i,g, 
hU7yu;v», tfu^s, tr^xjwt, tru^x^a, hu^x;p» 
, t^yy^g, trou;i/S, tr^-;us, 7»j;wak 77U^x;v», -fy* 

io y7x-jn, #;wwu;i^ *:*-y*yx;i/g, ^y+D-'J-M, *yy;p 

v^>^r7^-jUg, y^>7ft7x-M, y>;'J-M, 3^7 
f-JH, t7f'Jy-JH, 7xtS?-;H, 7xt+t^-Jl/S, 

15 "*>y*7 7X;j^ ytFP^y/77^JH, ^fl/>5tt">7i= 

^ST?*tK lfcl>L3Ste©C 7 -C 1B K*^#il*£#, 7-fe7 v 75 1 l/-;i/S 
, 7^T>9 t ;Wk 7>*U;l'£, -f >t-JH, 7xt^'JMT?»D, 5 

u;ps, :**tiVu;Wk ^7\/u;us, ^7^7\/u;ps. ^xx;ug, try 
20 s^;wi, \z*75?-)V& euss>x;wk tf>j^x;i^ tr^yy;^ tfa 

%m & o atfttstt***^* i snag & o i 5 la^rr 5 1 & v> u 3 gt&© 

«f^a*»Si!UI (5«L<tt6JI©a*at»SI»<. ) 1fi. 77'Jy-;H, 

y * / u -f y-f >hu ji^ -f u -f > h u -f > H u 

25 5?x;i£fc x^Uy^y7x-M, *)VJVSV)l&s *±y*y x;i/g, * 

y+D-U-M, 4vu;us, 7nv-ji/g, >ry^DT-;px, 7D*x;i/g 

, 7x^->7.>J^-;i/«, 7xt>7D'J^i, ^>V*77rM, 5**> 
4 /ft7z=;i4 W7f=;H, 7^75^-;^ 7xty-iH> 7x 
T^i^x^S, 7x;?7^S, 7*55?x;i,g, 7f'Jy^S, 7 s U 
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k>"M$?W)v&, i>*MttW)v&* ^>y^7 4 /u;us, 

7. n#, 0X«2T?»*lt*^lfclBtt©^*- 
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